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WHAT IS CLAIMED IS:

1. A method for inhibiting B-amyloid peptide release and/or its

synthesis in a _cell which method comprises administering to such a cell an

amount of a cc}h\lpound or a mixture of compounds effective in inhibiting the

cellular release aﬁd(or synthesis of B-amyloid peptide wherein said compounds

are represented by formula I:

R‘*Z\J\ WA Y ﬁ\C(H)p

X*O

wherein R! is selected from the group &onsisting of alkyl, alkenyl, alkynyl,
cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, substituted
alkynyl, substituted cycloalkyl, substituted cycloalkenyl, aryl, heteroaryl and

heterocyclic;

W, together with -C(H),C(=X)-, forms a cycloalkyl, cycloalkenyl,

heterocyclic, substituted cycloalkyl, or substituted cycloalkenyl group wherein
each of said cycloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyl or
substituted cycloalkenyl group is optionally fused to forin a bi- or multi-fused

ring system (preferably no more than 5 fused rings) with\one or more ring

structures selected from the group consisting of cycloalkyl) cycloalkenyl,

heterocyclic, aryl and heteroaryl group which, in turn, each\of such ring

structures are optionally substituted with 1 to 4 substituents sglected from the

group consisting of hydroxyl, halo, alkoxy, substituted alkoxy) thioalkoxy,

substituted thioalkoxy, nitro, cyano, carboxyl, carboxyl esters,

alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl,
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amino, N,N-dialkylamino, N-substituted alkylamino, N-alkyl N-substituted
ino, N,N-disubstituted alkylamino, -NHC(O)R*, -NHSO,R*, -C(O)NH,,
R*, -C(O)NR‘R?, -S(O)R*, -S(0O),R*, -S(0),NHR* and -S(O),NR‘R*
where each R* is independently selected from the group consisting of alkyl,
substitute alkyl, or aryl;

X is selected from the group consisting of oxo (=0), thiooxo (=S),
hydroxyl (-H,\-OH), thiol (H,-SH) and hydro (H,H);

Y is represgnted by the formula:

wherein each R? is independently\selected from the group consisting of alkyl,
substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl,
cycloalkyl, aryl, heteroaryl and heterocyclic;

Z is represented by the formula -Y-CX'X”C(O)- where T is selected from
the group consisting of a bond covalently linking R! to -CX'X"-, oxygen,
sulfur, -NR® where R® is hydrogen, acyl,\alkyl, aryl or heteroaryl group:
X' is hydrogen, hydroxy or fluoro,
X" is hydrogen, hydroxy or fluoro, or

group;

' and X" together form an oxo

m is an integer equal to O or 1;
n is an integer equal to 0, 1 or 2;

_p is an integer equal to O or 1 such that when p\is zero, the ring defined by

W and -C(Hj,,C(=X)— is unsaturated at the carbon atom of ring attachment to Y
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when p is one, the ring is saturated at the carbon atom of ring attachment

the following provisos:
hen R! is 3,5-difluorophenyl, R? is -CH;, Z is -CH,C(O)-, mis 1, n
is 1, and p\s 1, then W, together with >CH and >C=X, does not form a 2-
(S)-indanol group;
B. when R\ s phenyl, R? is -CH,, Z is -CH,C(O)-, mis 1, nis 1, and p is
1, then W, togethér with >CH and >C=X, does not form a trans-2-hydroxy-
cyclohex-1-yl group;
C. when R! is pheqyl, Z is -CH,C(O)-, mis 1, nis O, and p is 1, then W,
together with >CH and % C=X, does not form a gammabutyrolactone group
or a 5,5-dimethyl-gammabutyrolactone group; .
is -CH?C(O)-, misl,nis 0, and p is 1, then W,
es not form a e-caprolactam group;
2 is -CH,, Z is -CH,C(O)-, mis 1, nis 1,

and >C=X, does not form an N-

D. when R! is phenyl,
together with >CH and >C=

E. when R! is cycloprop
and p is 1, then W, together with'>
methylcaprolactam group;

F. when R! is 4-chlorobenzoyl-CH,-, R? is -CH,, Z is -CH,C(O)-, m
is1, nis 1, and p is 1, then W, together with >CH and >C=X, does not
form an 2,3-dihydro-1-methyl-5-phenyl-1H-1,4\benzodiazepin-2-one;

, Zis -CH,C(O)-, mis 1, n
is 1, and p is 1, then W, together with >CH and » C=X, does not form an 7-
methyl-5,7-dihydro-6H-dibenz[b,d}azepin-6-one;

H. when R! is CH,O0C(O)CH,-, R? is -CH;, Z
is 1, and p is 1, then W, together with >CH and >C=

G. when R! is 2-phenylphenyl, R? is -C

-CH,C(O)-, mis 1, n
, does not form an
2,3-dihydro-1-(z-butylC(O)CH,-)-5-(2-pyridyl)-1H-1,4-benzgdiazepin-2-one;

I when R! is 4-ethoxyphenyl, 2,4,6-trimethylphenyly 4-phenylphenyl,
CH,0C(0O)CH,-, 4-HOCH,-phenyl, 2,4,6-trifluorophenyl, 2-triNuoromethyl-4-
fluorophenyl, or CH,S-, R? is -CH;, Z is -CH,C(O)-, mis 1, ni§ 1, and p is 1,
then W, together with > CH and $C=X, does not form a 2,3-dihydro-1-(N, N-
diethylamino-CHzCHz-)-S-(2-pyridyl)- 1H-1,4-benzodiazepin-2-one;
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when R! is 2,6-difluorophenyl, R? is -CH,, Z is -CH(OH)C(O)-, m

does not equal cycloalkyl of fr
with 1 to 3 alkyl groups.

3 to 8 carbon atoms optionally substituted

2. A method for preventing the onset of AD in a human patient at risk
for developing AD which method comprises administering to said patient a
pharmaceutical composition comprising a pharmaceutically inert carrier and an

effective amount of a compound or a mixtijyre of compounds of formula I:

R1/[/Z\]: NH/{/'Y\L\ (H)p
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erein R! is selected from the group consisting of alkyl, alkenyl, alkynyl,
cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, substituted
alkynyl,\substituted cycloalkyl, substituted cycloalkenyl, aryl, heteroaryl and
heterocydlic;

W, together with -C(H),C(=X)-, forms a cycloalkyl, cycloalkenyl,
heterocyclic subs.tituted cycloalkyl, or substituted cycloalkenyl group wherein
each of said cycloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyl or
substituted cyclpalkenyl group is optionally fused to form a bi- or multi-fused
ring system (preferably no more than S fused rings) with one or more ring
structures selected \from the group consisting of cycloalkyl, cycloalkenyl,
heterocyclic, aryl and heteroaryl group which, in turn, each of such fing

structures are optionally substituted with 1 to 4 substituents selected from the

~ group consisting of hydroxyl, halo, alkoxy, substituted alkoxy, thioalkoxy,

substituted thioalkoxy, nitkp, gyano, carboxyl, carboxyl esters, alkyl, substituted
alkyl, alkenyl, substituted a , alkynyl, substituted alkynyl, amino, N-
alkylamino, N,N-dialkylami -substituted alkylamino, N-alkyl N-substituted
alkylamino, N,N-disubstituted alkylamino, -NHC(O)R*, -NHSO,R*, -C(O)NH,,
-C(O)NHR®, -C(O)NR*R*, -S(O)R?, -S(O),R*, -S(O).NHR* and -S(0),NR‘R*
where each R* is independently selécted from the group consisting of alkyl,
substituted alkyl, or aryl;

X is selected from the group consisting of oxo (=0), thiooxo (=S),
hydroxyl (-H, -OH), thiol (H,-SH) and hydro (H,H):

Y is represented by the formula:

R2
|

I

O
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erein each R? is independently selected from the group consisting of alkyl,
substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl,
cyclo I, aryl, heteroaryl and heterocyclic;

Z i3 represented by the formula -T-CX'X"C(O)- where T is selected from
the group\consisting of a bond covalently linking R! to -CX'X"-, oxygen,
sulfur, -NRY where R’ is hydrogen, acyl, alkyl, aryl or heteroaryl group;

X’ 1s hydrogen, hydroxy or fluoro,

X" is hydrogen, hydroxy or fluoro, or X’ and X" together form an oxo
group;

m is an integer\equal to 0 or 1;

n is an integer equal to 0, 1 or 2;

p is an integer equal to O or 1 such that when p is zero, the ring defined by
W-and -C(H),C(=X)- is Ynsaturated at the carbon atom of ring attachment to Y

and when p is one, the ring\is saturated at the carbon atom of ring attachment
oY,

with the following provis
A. when R' is 3,5-difluorophenyl, R? is -CH;, Z is -CH,C(O)-, mis 1, n
is 1, and p is 1, then W, together with >CH and >C=X, does not form a 2-

(S)-indanol group;
B. when R! is phenyl, R? is -CH,
1, then W, together with >CH and >

Zis -CH,C(O)-, mis 1, nis 1, and p is
X, does not form a trans-2-hydroxy-
cyclohex-1-yl group;
C. when R! is phenyl, Z is -CH,C(O)-,
together with >CH and > C=X, does not fo

isl,nis0,and pis 1, then W,
a gammabutyrolactone group
or a 5,5-dimethyl-gammabutyrolactone group;
D. when R! is phenyl, Z is -CH,C(O)-, misY, nis 0, and p is 1, then W,
together with >CH and > C=X, does not form a e‘caprolactam group;
E. when R! is cyclopropyl, R? iS -CH;, Z is -CH,C(0)-, mis 1, nis 1,
and p is 1, then W, together with > CH and >C=X, does not form an N-

methylcaprolactam group;
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when R' is 4-chlorobenzoyl-CH,-, R? is -CH;, Z is -CH,C(O)-, m
is 1, n\is 1, and p is 1, then W, together with >CH and >C=X, does not
form an ,3—dihydro—1-méthyl-S-phenyl-1H-1,4—benzodiazepin—2-one;

when R! is 2-phenylphenyl, R? is -CH;, Z is -CH,C(O)-, mis 1, n
is 1, and p is\l, then W, together with >.CH and >C=X, does not form an 7-
methyl-5,7-dihydro-6H-dibenz[b,d}azepin-6-one;

H. whenR' is CH,OC(O)CH,-, R? is -CH;, Z is -CH,C(0)-, mis 1, n
is 1, and p is 1, then W, together with >CH and >C=X, does not form an
2,3-dihydro-1-(z-buty!C(O)CH,-)-5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one;

I. when R! is -ethoxyphenyl, 2,4,6-trimethylphenyl, 4-phenylphenyl,
CH;0C(O)CH,-, 4-HOCH,-phenyl, 2,4,6-trifluorophenyl, 2-trifluoromethyl-4-
fluorophenyl, or CH;S-, RA\is ‘-CH3, Zis -CH,C(O)-, mis 1, nis 1, and pis 1,
then W, together with >CH and >C=X, does not form a 2,3-dihydro-1-(N, N-

- diethylamino-CH,CH?-)-5-(2-pyxjdy1)-1H-1,4-benzodiazepin-2-one;

J. when R! is 2,6-diflu enyl, R? is -CH,, Z is -CH(OH)C(O)-, m
is 1, nis 1, and p is 1, then W {togéther with >CH and >C=X, does not
form a 2,3-dihydro-1-(N, N-diethylamino-CH,CH?-)-5-(2-pyridyl)- 1H-1,4-
benzodiazepin-2-one, | '

K. when m is 1 and n is 1, then

/-W

—C(H),

does not equal cycloalkyl of from 3 to 8 carbon atoms optionally substituted
with 1 to 3 alkyl groups. .



ey
Epf
Skt
i
£
%él
£

i
s

i
i
=4
Lo

Tt

£
%
el
e}
F
St

10

15

20

25

30

35

-- 748 --

A method for treating a human patient with AD in order to inhibit

further \deterioration in the condition of that patient which method comprises

wherein R! is selected from th& group consisting of alkyl, alkenyl, alkynyl,
cycloalkyl, cycloalkenyl, substituted 1, substituted alkenyl, substituted
alkynyl, substituted cycloalkyl, substitited cycloalkenyl, aryl, heteroaryl and
hetei'ocyclic;

W, together with -C(H),C(=X)-, fo a cycloalkyl, cycloalkenyl,
heterocyclic, substituted cycloalkyl, or substituted cycloalkenyl group wherein
each of said cycloalkyl, cycloalkenyl, heteroc¥clic, substituted cycloalkyl or
substituted cycloalkenyl group is optionally fused to form a bi- or multi-fused
ring system (preferably no more than 5 fused rings) with oné Or more ring
structures selected from the group consisting of cydjoalkyl, cycloalkenyl,
heterocyclic, aryl and heteroaryl group which, in turp, each of such ring
structures are optionally substituted with 1 to 4 substituents selected from the
group consisting of hydroxyl, halo, alkoxy, substituted \alkoxy, thioalkoxy,
substituted ﬁoﬂkoxy, nitro, cyano, carboxyl, carboxyl esters, alkyl, substituted
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted a yl, amino, N-



10

15

20

25

30

- 749 --

lkylamino, N,N-diaikylamino, N-substituted alkylamino, N-alkyl N-substituted
alkylamino, N,N-disubstituted alkylamino, -NHC(O)R*, -NHSO,R*, -C(O)NH,,
-C(Q)NHR®, -C(O)NR‘R*, -S(O)R*, -S(0),R*, -S(0),NHR* and -S(0),NR*R*
where\each R* is independently selected from the group consisting of alkyl,
substituted alkyl, or aryl;
X is selected from the group consisting of oxo (=0), thiooxo (=S§),
hydroxyl (-H\ -OH), thiol (H,-SH) and hydro (H,H);

Y is represented by the formula:

wherein each R? is independently selected from the group consisting of alkyl,
substituted alkyl, alkenyl, substituted \alkenyl, alkynyl, substituted alkynyl,
cycloalkyl, aryl, heteroaryl and heterocyclic;

Z is represented by the formhla -T-CX'X"C(0O)- where T is selected from
the group consisting of a bond covalently linking R’ to -CX'X"-, oxygen,
sulfur, -NR® where R’ is hydrogen, acyl, 1, aryl or heteroaryl group;

X' is hydrogen, hydroxy -or fluoro,

X" is hydrogen, hydroxy or fluoro, or X’ and X" together form an oxo
group;

m is an integer equal to O or 1;

n is an integer equal to 0, 1 or 2;

p is an integer equal to O or 1 such that when p i§ zero, the ring defined by |
w 'and -C(H),C(=X)- is unsaturated at the carbon atomy of ring attachment to Y
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and when p is one, the ring is saturated at the carbon atom of ring attachment

to
the following provisos:
A. when R! is 3,5-difluorophenyl, R? is -CH,, Z is -CH,C(O)-, mis 1, n
is 1, and p i§ 1, then W, together with > CH and >C=X, does not form a 2-

A(S)-indanol group;
B. when RN\is phenyl, R? is -CH;, Z is -CH,C(O)-, mis 1, nis 1, and p is
1, then W, togethex with >CH and >C=X, does not form a trans-2-hydroxy-
cyclohex-1-yl group;
C. when R! is phepyl, Z is -CH,C(O)-, m is 1, n is 0, and p is 1, then W,
together with > CH and ‘> C=X, does not form 5 gammabutyrolactone group
or a 5,5-dimethyl-gammabttyrolactone group;

D. when R' is phenyl, X is -CH,C(O)-, mis 1, nis 0, and p is 1, then W,

and p is 1, then W, together withl \>|CH and > C=X, does not form an N-
methylcaprolactam group;
F. when R! is 4-chlorobenzoy-CH,-, R? is -CH;, Z is -CH,C(O)-, m
isl,nis 1, and p is 1, then W, together with >CH and >C=X, does not
form an 2,3-dihydro-1-methyl-5-phenyl-1H-1,4-benzodiazepin-2-one;
{s -CH;, Z is -CH,C(O)-, mis 1, n
is 1, and p is 1, then W, together with >CH and >C=X, does not form an 7-
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one;

H. when R! is CH;0C(O)CH,-, R? is \CH,, Z is -CH,C(O)-, mis 1, n
is 1, and p is 1, then W, together with >CH and >C=X, does not form an
2,3-dihydro-1-(z-butylC(O)CH,-)-5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one;

I when R! is 4-ethoxyphenyl, 2,4,6-trimgthylphenyl, 4-phenylphenyl,
CH;0C(0O)CH,-, 4-HOCH,-phenyl, 2,4,6-trifluorophenyl, 2-trifluoromethyl-4-
fluorophenyl, or CH,S-, R? is -CH;, Z is -CH,C(O)-
then W, together with >CH and >C=X, does not fi

diethylamino-CH,CH?-)-5-(2-pyridyl)-1H-1,4-benzodi

G. when R' is 2-phenylphenyl, R?

misl,nisl,and pis 1,
a 2,3-dihydro-1-(N, N-

pin-2-one;
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when R! is 2,6-difluorophenyl, R? is -CH,, Z is -CH(OH)C(O)-, m -
is 1, n\is 1, and p is 1, then W, together with >CH and >C=X, does not
form a 2,3-dihydro-1-(N, N-diethylamino-CH,CH?-)-5-(2-pyridyl)-1H-1,4-

benzodiazepin-2-one,

5 K. henmis 1 and n is 1, then
10
m I
£00D X
£
= does not equal cycloalkyl of frgm 3 to 8 carbon atoms optionally substituted

:16 20 with 1 to 3 alkyl groups.

d ' 4. A method according to aRy of Claims 1, 2 or 3 whére, in formula I,

m is zero.

25 S. A method according to Claim ¥ wherein R! is aryl or heteroaryl.

6. A method according to Claim 5 wherein R! is selected from the
group consisting of
(@) phenyl,

30 (b) a substituted phenyl group of the formula)

RY

35 ) Re
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erein R° is selected from the group consisting of acyl, alkyl, alkoxy,
alkylalkoxy, azido, cyano, halo, hydrogen, nitro, trihalomethyl, thioalkoxy,
and whergin R® and R° are fused to form a heteroaryl or heterocyclic ring with
the phenyl Nng wherein the heteroaryl or heterocyclic ring contains from 3 to 8
atoms of which from 1 to 3 are heteroatoms independently selected from the
group consisting\ of oxygen, nitrogen and sulfur

R® and R are, independently selected from the group consisting of

hydrogen, halo, nitrQ, cyano, trihalomethyl, alkoxy, and thioalkoxy with the

proviso that when R° 1§ hydrogen, then R and R" are either both hydrogen or
both substituents other than hydrogen,
(c) 2-naphthyl,
(d) 2-naphthyl substituted at the 4, 5, 6, 7 and/or 8 positions with 1 to 5
substituents selected from the \group consisting alkyl, alkoxy, halo, cyano, nitro,
trihalomethyl, thioalkoxy, aryl,\and heteroaryl,

(e) heteroaryl, and

(D substituted heteroaryl co ﬂi& g 1 to 3 substituents selected from the

3
group consisting of alkyl, alkoxy , aryloxy, cyano, halo, nitro, heteroaryl,
thioalkoxy, thioaryloxy provided that said substituents are not ortho to the

heteroaryl attachment to the -NH group.

7. The method according to Claim\5 wherein R! is selected from the
group consisting of mono-, di- and tri-substityted phenyl groups.

8. The method according to Claim 7 wherein R' is a disubstituted
phenyl selected from the group consisting of 3,5-gichlorophenyl, 3,5-
difluorophenyl, 3,5-di(trifluoromethyl)-phenyl, 3,4 dichlorophenyl, 3,4-
difluorophenyl, 3-(trifluoromethyli)-4-chlorophenyl, 3.chloro-4-cyanophenyl, 3-
chloro-4-iodophenyl, and 3,4-methylenedioxyphenyl. ‘

"9. The method according to Claim 7 wherein R! \s a monosubstituted

phenyl selected from the group consisting of 4-azidophenyl) 4-bromophenyl, 4-
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chlogophenyl, 4-cyanophenyl, 4-ethylphenyl, 4-fluorophenyl, 4-iodophenyl, 4-
(phenylcarbonyl)-phenyl, and 4-(1-ethoxy)ethylphenyl.

11.  The m¢thod according to Claim 5 wherein R! is selected from 2-

naphthyl, quinolin-3\yl, 2-methylquinolin-6-yl, benzothiazol-6-yl, 5-indolyl, and

phenyl. .

12. A method according to any of Claims 1, 2 or 3 wherein m is one.
13. A method accordihg o Claim 12 wherein R! is sélected from the
thyl, 2-naphthyl, 2-chlorophenyi, 2-
droxyphenyl, 2-nitrophenyl, 2-methylphenyl,
2-methoxyphenyl, 2-phenoxypheny}, 2-trifluoromethylphenyl, 4-fluorophenyl, 4-
chlorophenyl, 4-bromophenyl, 4-nitrdphenyl, 4-methylphenyl, 4-hydroxyphenyl,
4-methoxyphenyl, 4-ethoxyphenyl, 4-bytoxyphenyl, 4-iso-propylphenyl, 4-
phenoxyphenyl, 4-trifluoromethylphenyl)\4-hydroxymethylphenyl, 3-
methoxyphenyl, 3-hydroxyphenyl, 3-nitrophenyl, 3-ﬂubrophenyl, 3-

group consisting of phenyl, 1-
fluorophenyl, 2-bromophenyl,/2-

chlorophenyl, 3-bromophenyl, 3-phenoxypheépyl, 3-thiomethoxyphenyl, 3-
methylphenyl, 3-trifluoromethylphenyl, 2,3-dithlorophenyl, 2,3-difluorophenyl,
2,4-dichlorophenyl, 2,5-dimethoxyphenyl, 3,4-dichlorophenyl, 3,4-
difluorophenyl, 3,4-methylenedioxyphenyl, 3,4-d

ethoxyphenyl, 3,5-
difluorophenyl, 3,5-dichlorophenyl, 3,5-di-(trifluorpmethyl)phenyl, 3,5-
dimethoxyphenyl, 2,4-dichlorophenyl, 2,4-difluorophenyl, 2,6-difluorophenyl,
3,4,5-trifluorophenyl, 3,4,5-trimethoxyphenyl, 3,4,5-{i-(trifluoromethyl)phenyl,
2,4,6-trifluorophenyl, 2,4,6-trimethylphenyl, 2,4,6-tri-{trifluoromethyl)phenyl,
2,5,5-triﬂuoropheny1, 2,4,5-trifluorophenyl, 2,5-difluoraphenyl, 2-fluoro-3-

trifluoromethylphenyl, 4-fluoro-2-trifluoromethylphenyl,
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ifluoromethylphenyl, 4-benzyloxyphenyl, 2-chloro-6-fluorophenyl, 2-fluoro-6-
chlyrophenyl, 2,3,4,5,6-pentafluorophenyl, 2,5-dimethyiphenyl, 4-
phenylphenyl, 2-fluoro-3-trifluoromethylphenyl, adamantyl, benzyl, 2-
phenylethyl, 3-phenyl-n-propyl, 4-phenyl-n-butyl, methyl, ethyl, n-propyl,
iso-propyl), iso-butyl, sec-butyl, terz-butyl, n-pentyl, iso-valeryl, n-hexyl,
cyclopropyl,\cyclobutyl, cyclohexyl, cyclopentyl, cyclopent-1-enyl, cyclopent-2-

enyl, cyclohex\l-enyl, -CH,-cyclopropyl, -CH,-cyclobutyl, -CH,-cyclohexyl,

thiooxadiazol-5-yl, 2-phenylox
2-(cyclohexylethyl, (CH;),CH CH,CH,CH(CH,)-, ¢C(O)CH,-, thien-2-yl-

(4-hydroxyphenyl)methyl, (4-methoxyphenyl)methyl, (4-methylphenyl)methyl,
(4-fluorophenyl)methyl, (4-fluorophenoxy)methyl, (2,4-dichlorophenoxy)ethyl,
(4-chlorophenyl)methyl, (2-chlorophenyl)methkyl, (1-phenyl)ethyl, (1-(p-
chlorophenyl)ethyl, (1-trifluoromethyl)ethyl, (4methoxyphenyl)ethyl,
CH,0C(0O)CH,-, benzylthiomethyl, 5-(methoxycarbonyl)-n-pentyl, 3-
(methoxycarbonyl)-n-propyl, indan-2-yl, (2-methylpenzofuran-3-yl),
methoxymethyl, CH3CH=CH-, CH,CH,CH=CH-, 4—chldrophenyl)C(0)CH2-,
(4-fluorophenyl)C(O)CH,-, (4-methoxyphenyl)C(O)CH,-, 4-(fluorophenyl)-
NHC(O)CH,-, 1-phenyi-n-butyl, (¢),CHNHC(O)CH,CH,-, (CH,),NC(O)CH,-,
(¢>)_2CHNHC(O)CH2CH2-, methylcarbonylmethyl, (2,4-
dimethylphenyl)C(O)CH,-, 4-methoxyphenyl-C(O)CH,-, phenyl-C(O)CH,-,
CH,C(O)N(¢)-, ethenyl, methylthiomethyl, (CH,);CNHC(O)CH,-,
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Auorophenyl-C(O)CHz-, diphenylmethyl, phenoxymethyl, 3,4-
metﬁrlenedioxyphenyl-CHz-, benzo[b]thiophen-3-yl, (CH,);COC(O)NHCH,-,
trans-styryl, H,NC(O)CH,CH,-, 2-trifluoromethylphenyl-C(O)CH,,

¢C(O) H(¢)CH,-, mesityl, CH,CH(=NHOH)CH,-, 4-CH,-¢-
NHC(O)CH,;CH,-, ¢C(0O)CH(¢)CH,-, (CH,),CHC(O)NHCH(¢)-,
CH,CH,0CH,~, CH,0C(O)CH(CH,)(CH,);-, 2,2,2-trifluoroethyl,
1-(trifluoromethy)ethyl, 2-CH,-benzofuran-3-yl, 2-(2,4-dichlorophenoxy)ethyl,
¢SO,CH,-, 3-cyclohexyl-n-propyl, CF;CH,CH,CH,- and N-pyrrolidinyl.

14. A method a cording to any of Claims 1, 2 or 3 where n is one or
two, and each R? is indesendemly selected from the group consisting of alkyl,
substituted alkyl, alkenyl, cycloalkyl, aryl, heteroaryl and heterocyclic.

15. The method accord o Claim 14 wherein R? is selected from the

group consisting of methyl, eth -propyl, iso-propyl, n-butyl, iso-butyl,
sec-butyl, tert-butyl, -CH,CH(GH,CHj;),, 2-methyl-n-butyl, 6-fluoro-n-hexyl,
phenyl, benzyl, cyclohexyl, cyclopeftyl, cycloheptyl, allyl, iso-but-2-enyl,

3-methylpentyl, -CH,-cyclopropyl, -

-CH,CH,-cyclohexyl, -CH,-indol-3-y1,

,-cyclohexyl, -CH,CH,-cyclopropyl,
-(phenyl)phenyl, o-fluorophenyl,
m-fluorophenyl, p-fluorophenyl, m-methdxyphenyl, p-methoxyphenyl,
phenethyl, benzyl, m-hydroxybenzyl, p-hydroxybenzyl, p-nitrobenzyl,
m-trifluoromethylphenyl, p-(CH,),NCH,CH)CH,O-benzyl,
p-(CH,;);COC(O)CH,0O-benzyl, p-(HOOCCH O)-ben7__yl, 2-aminopyrid-6-yl,
p-(N-morpholino-CH,CH,0)-benzyl, -CH,CH,C(O)NH,, -CH,-imidazol-4-yl,
-CH,-(3-tetrahydrofuranyl), -CH,-thiophen-2-yl} -CH,(1-methyl)cyclopropyl,
-CH,-thiophen-3-yl, thiophen-3-yl, thiophen-2-yl\ -CH,-C(O)O-z-butyl,
-CH,-C(CH,);, -CH,CH(CH,CH,;),, 2-methylcyclopentyl, cyclohex-2-enyl,
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,-naphthyl, -CH,-(N-morpholino), p-(N-morpholino-CH,CH,0)-benzyl,
benzg[b]thiophen-2-yl, 5-chlorobenzo{b]thiophen-2-yl, 4,5,6,7-
tetrahydrobenzo[b]thiophen-2-yl, benzo[b]thiophen-3-yl, 5-
chlorobenzo[b]thiophen-3-yl, benzo[b]thiophen-5-yl, 6-methoxynaphth-2-yl,
-CH,CH,SCGH,, thien-2-yl, thien-3-yl, and the like.

16. A method according to any of Claims 1, 2 or 3 wherein the cyclic
groups defined bAW and -C(H),C(=X)- is selected from the group consisting
of lactones, lactams) thiolactones, thiolactams, heterocyclic and cycloalkyl

groups.

17. The method according to Claim 16 wherein the cyclic group defined
by W and -C(H),C(=X)-, forms a lactam or thiolactam ring of the formula:

or
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erein p is zero or one, T is selected from the group consisting of alkylene,
subjtituted alkylene, alkenylene, substituted alkenylene, -(R*Z) R,;- and -ZR?-
wheré\Z is a substituent selected from the group consisting of -O-, -S- and
>NR» \each R? is independently selected from the group consisting of alkyl,
alkenyl,
substituted

nyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl,
nyl, aryl, heteroaryl and heterocyclic, each R* is independently
alkylene, substityted alkylene, alkenylene and substituted alkenylene with the

proviso that when\Z is -O- or -S-, any unsaturation in the alkenylene and
substituted alkenylene does not involve participation of the -O- or -S-, and q is

an integer of from 1 td, 3.

18. The method acsording to Claim 17 wherein the lactam ring is

selected from the group consisting of

(R3)w
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wherein A-B is selected from the group consisting of alkylene, alkenylene,

amino, carboxyl, caroxy! alkyl, cyano, halo, and the like; R® is selected from
the group consisting of\alkyl, substituted alkyl, alkenyl, substituted alkenyl,

alkynyl, substituted alky
Re© is selected from the group consisting of alkyl, substituted alkyl, alkenyl,

1, acyl, aryl, heteroaryl, heterocyclic, and the like;

substituted alkenyl, aryl, heteroaryl, heterocyclic, cycloalkyl, and substituted
cycloalkyl; ¢ is an integer fro %610 4; 1’ is an integer from O to 3; and w is an

integer from O to 3.

19. The method according td, Claim 16 wherein the cyclic group defined
by W, together with -C(H),C(=X)- i§ a ring of the formula:



- 761 --

5 :
T
10
(i?H
SH
15
wherein p is zero or one)\ T is selected from the group consisting of alkylene,
substituted alkylene, alkenyj bstituted alkenylene, -(R*'Z),R,- and -ZR?-
where Z is a substituent sele¢ted from the group consisting of -O-, -S- and
20 >NR?, each R is independently selected from the group consisting of alkyl,
alkenyl, alkynyl, cycloalkyl, cyclgalkenyl, substituted alkyl, substituted alkenyl,
substituted alkynyl, aryl, heteroaryNand heterocyclic, each R* is independently
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the
proviso that when Z is -O- or -S-, any aturation in the alkenylene and
25 substituted alkenylene does not involve participation of the -O- or -S-, and q is

an integer of from 1 to 3.
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wherein each V is independently selected from the group consisting of hydroxy,

acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl,
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl,
aryl, aryloxy, carboxyl, carboxylalkyl, cyanp, halo, nitro, heteroaryl,

thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; R® is selected

from the group consisting of alkyl, substituted ‘alkyl, alkoxy, substituted alkoxy,

amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; 7 is an integer from

0 to 4; and w is an integer from O to 3.

- 21, The method according to Claim 16 wherejn the cyclic group defined
by W, together with -C(H),C(=X)-, forms a ring of the formula:



10

15 substituted alkylepe, alkenylene, substituted alkenylene, -(R*Z) R,,- and -ZR?'-

cycloalkenyl, substituted alkyl, substituted alkenyl,
eroaryl and heterocyclic, each R?! is independently
20 alkylene, substituted al / lepe, alkenylene and substituted alkenylene with the
proviso that when Z is YO- Of -S-, any unsaturation in the alkenylene and

substituted alkenylene does not involve participation of the -O- or -S-, and qis

an integer of from 1 to 3.

25 22. The method according tg
by W, together with -C(H),C(=X)-,

. T
30 /

Claim 16 wherein the cyclic group defined

orms a ring of the formula:

35
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whekein p is zero or one, T ié sélected from the group consisting of alkylene,
substityted alkylene, alkenylene, substituted alkenylene, -(R*Z) R,;- and -ZR?'-
where Z\is a substituent selected from the group consisting of -O-, -S- and
>NR?, exch R? is independently selected from the group consisting of alkyl, -
alkenyl, yl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl,
substituted nyl, aryl, heteroaryl and heterocyclic, each R?! is independently
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the

~ proviso that wher\Z is -O- or -S-, any unsaturation in the alkenylene and

substituted alkenylegye does not involve participation of the -O- or -S-, and ¢ is
an integer of from 1 Yo 3.

23. The method according to Claim 22 wherein the compound of

formula I is selected from roup consisting of

wherein each V is independently selected from thg group consisting of hydroxy,
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl,
substituted alkenyl, alkynyl, substituted alkynyl, 0, aminoacyl, alkaryl,
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl
thioalkoxy, substituted thioalkoxy, trihalomethyl and th like; R? is selected
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om the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy,
ino, carboxyl, carboxyl alkyl, cyano, halo, and the like; ¢ is an integer from

0 to\d; and w is an integer from O to 3.

The method according to Claim 16 wherein the cyclic group defined
by W, toggther with -C(H),C(=X)-, forms a ring of the formula:

wherein p is zero or one, T is selgcted from the group consisting of alkylene,
substituted alkylene, alkenylene, sufstituted alkenylene, -(R**Z)R,,- and -ZR?-
where Z is a substituent selected from the group consisting of -O-, -S- and
>NR?, each R? is independently seledted from the group consisting of aikyl,
alkenyl, alkynyl, cycloalkyl, cycloalkeny substituted alkyl, substituted alkenyl,
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R* is independently
alkylene, substituted alkylene, alkenylene ang substituted alkenylene with the
proviso that when Z is -Of or -S-, any unsaturation in the alkenylene and
substituted alkenylene does not invoive participation of the -O- or -S-, and q is

an integer of from 1 to 3.

25.  The method according to Claim 16 whe
by W together with -C(H),C(=X)-, forms a ring of

the cyclic group defined

formula:
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wherein p is zero or one, T is selected from the group consisting of alkylene,
substituted alkylene, alkenylene, substituted alkenylene, -(R*Z)R;,- and -ZR*-
where Z is a substitueny selected from the grbup consisting of -O-, -S- and
>NR?, each R? is indegendently selected from the group consisting of alkyl,
alkenyl, alkynyl, cycloal
substituted alkynyl, aryl,
alkylene, substituted alkyl

proviso that when Z is -O- or

ycloalkenyl, substituted alkyl, substituted alkenyl,
oaryl and heterocyclic, each R?! is independently
e), alkenylene and substituted alkenylene with the

-, any unsaturation in the alkenylene and
substituted alkenylene does not if\volve participation of the -O- or -S-, and ¢ is

an integer of from 1 to 3.

26. The method according to §laim 16 wherein the cyclic group defined

by W, together with -C(H),C(=X)-, foNns a ring of the formula:
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whkerein p is zero or one, T is selected from the group consisting of alkylene,
substituted alkylene, alkenylene, substituted alkenylene, -(R*Z).R,,- and -ZR?-
where\Z is a substituent selected from the group consisting of -O-, -S- and
>NR®,
alkenyl, a

each R¥ is independently selected from the group consisting of alkyl,
nyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl,
nyl, aryl, heteroaryl and heterocyclic, each R? is independently
alkylene, substjtuted alkylene, alkenylene and substituted alkenylene with the

substituted

proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and
substituted alkenylene does not involve participation of the -O- or -S-, and q is

an integer of from 1 to 3.

27. The method\according to Claim 16 wherein the cyclic group defined
by W, together with -C(H),C(=X)-, forms a ring of the formula:

wherein p is zero or one, T is selected from the group consisting of alkylene,
substituted alkylene, alkenylene, substituted alkgnylene, -(R*Z)R,,- and -ZR*-
where Z is a substituent selected from the group tonsisting of -O-, -S- and
>NR?, each R? is independently selected from tht group consisting of alkyl,
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl,
substituted alkynyl, aryl, heteroaryl and heterocyclic, éach R? is independently
alkylene, substituted alkylene, alkenylene and substituted\alkenylene with the

proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and
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substituted alkenylene does not involve participation of the -O- or -S-, and q is

integer of from 1 to 3.

8.  The method according to Claim 27 wherein the compound of

5 formula I is selected from the group consisting of:

10
(Ra),,
V),
: e e
(Ra),
0]
20
25 29. The method according to Claitn 16 wherein the cyclic group defined

by W, together with -C(H),C(=X)-, forms\a ring of the formula:
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wherein p is zero 9r one, T is selected from the group consisting of alkylene,
substituted alkylene) alkenylene, substituted alkenylene, -(R*Z).R,,- and -ZR?-
where Z is a substituent selected from the group consisting of -O-, -S- and
>NR?, each R¥ is independently selected from the group consisting of alkyl,

, cycloalkenyl, substituted alkyl, substituted alkenyl,
substituted alkynyl, ary teroaryl and heterocyclic, each R is independently
alkylene, substituted , alkenylene and ‘éubstituted alkenylene with the
proviso that when Z is -O- or\-S-, any unsaturation in the alkenylene and
substituted alkenylene does not involve participation of the -O- or -S-, and ¢ is

an integer of from 1 to 3.

30. The method according tq Claim 16 wherein the cyclic group defined
by W, together with -C(H),C(=X)-, Yorms a ring of the formula:
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wherein p is zero or one, T is selected from the group consisting of alkylene,
bstituted alkylene, alkenylene, substituted alkenylene, -(R*Z)R,,- and -ZR*-
where Z is a substituent selected from the group consisting of -O-, -S- and
>NR?, each R? is independently selected from the group consisting of alkyl,
5 alkenyl) alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl,
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R? is independently
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the

-F:'
.

& proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and

xg substituted alkenylene does not involve participation of the -O- or -S-, and q is
- 10 an integer of fro |

;E; : | 31. The me according to Claim 16 wherein the cyclic group defined
- | by W, together with -§&(H),C(=X)-, forms a ring of the formula:

"

o 15

:

e

20
—C(H),
\CH
25
NR20R20
30

wherein p is zero or one, T is selected from\the group consisting of alkylene,
enylene, -(R*Z),R,;- and -ZR?-

where Z is a substituent selected from the grouR consisting of -O-, -S- and

substituted alkylene, alkenylene, substituted

>NR?, each R? is independently selected from
35 alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl,
substituted alkynyl, aryl, heteroaryl and heterocyclic) each R?! is independently

e group consisting of alkyl,

alkylene, substituted alkylene, alkenylene and substituted alkenylene with the
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oviso that when Z is -O- or -S-, any unsaturation in the alkenylene and
substituted alkenylene does not involve participation of the -O- or -S-, aad ¢ is

an ingeger of from 1 to 3.

32. A pharmaceutical composition comprising a pharmaceutically inert

carrier and a pharmaceutically effective amount of a compound of formula I:

wherein R! is selected frol the group consisting of alkyl, alkenyl, alkynyl,
cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, substituted
alkynyl, substituted cycloalkyl, substituted cycloalkenyl, aryl, heteroaryl and
heterocyclic;

W, together with -C(H),C(=X)-), forms a cycloaikyl, cycloalkenyl,
heterocyclic, substituted cycloalkyl, or\substituted cycloalkenyl group wherein
each of said cycloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyl or
substituted cycloalkenyl group is optionally fused to form a bi- or multi-fused
ring system (preferably no more than 5§ rings) with one or more ring
structures selected from the group consisting 9f cycloalkyl, cycloalkenyl,
heterocyclic, aryl and heteroaryl group which, Y fum, each of such ring
structures are optionally substituted with 1 to 4 substituents selected from the
group consisting of hydroxyl, halo, alkoxy, substituted alkoxy, thioalkoxy,
substituted thioalkoxy, nitro, cyano, carboxyl, carbgxyl esters, alkyl, substituted
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, amino, N-
alkylamino, N,N-dialkylamino, N-substituted alkylami %N-alkyl N-substituted
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lamino, N,N-disubstituted alkylamino, -NHC(O)R*, -NHSO,R*, -C(O)NH,,

wherein each R? is independently\selected from the group consisting of alkyl,
substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl,
cycloalkyl, aryl, heteroaryl and heteyocyclic;

Z is represented by the formula -T-CX'X"”C(O)- where T is selected from
the group consisting of a bond covalently linking R! to -CX'X"-, oxygen,
sulfur, -NR’ where R’ is hydrogen, acyl) alkyl, aryl or heteroaryl group;

X' is hydrogen, hydroxy or fluoro,

X” is hydrogen, hydroxy or fluoro, or X’ and X" together form an oxo

group;

m is an integer equal to O or 1;

n is an integer equal to 0, 1 or 2;

p is an integer equal to O or 1 such that when\p is zero, the ring defined by
W and -C(H),,C(=X)- is unsaturated at the carbon atom of ring attachment to Y
and when p is one, the ring is saturated at the carbon\atom of ring attachment
oY,

with the following provisos:
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when R! is 3,5-difluorophenyl, R? is -CH,, Z is -CH,C(O)-, mis 1, n
is 1, an is 1, then W, together with >CH and >C=X, does not form a 2-
(S)-indanoh group; .
B. whenR! is phenyl, R? is -CH;, Z is -CH,C(O)-, mis 1, nis 1, and p is
1, then W, together with >CH and >C=X, does not form a trans-2-hydroxy-
cyclohex-1-yl gro
'C. when R! is'phenyl, Z is -CH,C(O)-, mis 1, nis 0, and p is 1, then W,
together with >CH and >C=X, does not form a gammabutyrolactone group
or a 5,5-dimethyl-g
D. when R! is phen
together with >CH and >
E. when R! is cyclopropyl, R? is -CH;, Z is -CH,C(O)-, mis 1, nis 1,
and p is_1, then W, together with >CH and >C=X, does not form an N-

, Zis -CH,C(O)-, mis 1, nis 0, and p is 1, then W,

=X, does not form a e-caprolactam group;

methylcaprolactam group; ,

F. when R' is 4-chlorobe I-CH,-, R?is -CH,;, Z is -CH,C(O)-, m
isl,nis 1, and p is 1, then W, toggther with >CH and >C=X, does not
form an 2,3-dihydro-1-methyl-5-phenyl-1H-1,4-benzodiazepin-2-one;
?is -CH;, Z is -CH,C(O)-, mis 1, n
is 1, and p is 1, then W, together with \CH and >C=X, does not form an 7-
methyl-5,7-dihydro-6H-dibenz[b,d]azepin- '

H. when R! is CH,0C(O)CH,-, R? i§ -CH,, Z is -CH,C(0)-, mis 1, n
is 1, and p is 1, then W, together with >CH %nd >C=X, does not form an _
2,3-dihydro-1-(+-butylC(O)CH,-)-5-(2-pyridyl)-

I when R! is 4-ethoxyphenyl, 2,4,6-tri
CH,0C(0O)CH,-, 4-HOCH,-phenyl, 2,4,6-trifluorophenyl, 2-trifluoromethyl-4-
fluorophenyl, or CH,S-, R? is -CH;, Z is -CH,C(O)
then W, together with >CH and >C=X, does not
diethylamino-CH,CH?-)-5-(2-pyridyl)-1H-1,4-benzodia¥epin-2-one;

2T when R! is 2,6-difluorophenyl, R? is -CH,, is -CH(OH)C(O)-, m

is1, nis 1, and p is 1, then W, together with >CH and\>C=X, does not

G. when R' is 2-phenylphenyl,
one;

-1,4-benzodiazepin-2-one;
éthylphenyl, 4-phenylphenyl,

,misl, nisl,andpis 1,

rm a 2,3-dihydro-1-(N, N-
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does not equal cycloalkyl ¢ff from 3 to 8 carbon atoms optionally substituted

with 1 to 3 alkyl groups.

33. The pharmaceutical composition according to Claim 32 where, in

formula I, m is zero.

34. The pharmaceutical compgsition according to Claim 33 wherein R
is aryl or heteroaryl.
3s. The pharmaceutical composition according to Claim 34 wherein R
is selected from the group consisting of

(a) phenyl,
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(b) a substituted phenyl group of the formula:

‘RY

wherein R° is selected from the group consisting of acyl, alkyl, alkoxy,.
alkylalkoxy, azido, c

and wherein R® and R®

o, halo, hydrogen, nitro, trihalomethyl, thioalkoxy,

e fused to form a heteroaryl or heterocyclic ring with
the phenyl ring wherein the-heteroaryl or heterocyclic ring contains from 3 to 8
atoms of which from 1 to heteroatoms independently selected from the
group consisting of oxygén, \nitrogen and sulfur

R® and R* are independently selected from the grdup consisting of
lomethyl, alkoxy, and thioalkoxy with the

, then R® and R* are either both hydrogen or

hydrogen, halo, nitro, cyano,
proviso that when R° is hydroge
both substituents other than hydrogen,
(c) 2-naphthyl,
(d) 2-naphthyl substituted at the\4, 5, 6, 7 and/or 8 positions with 1 to 5
substituents selected from the group copsisting alkyl, alkoxy, halo, cyino, nitro,
trihalomethyl, thioalkoxy, aryl, and hetéroaryl,
(e) heteroaryl, and
() substituted heteroaryl containing 1to 3 substituents selected from the
group consisting of alkyl, alkoxy, aryl, aryloxy, cyano, halo, nitro, heteroaryl,
thioalkoxy, thioaryloxy provided that said subjtituents are not ortho to the

heteroaryl attachment to the -NH group.
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The pharmaceutical composition according to Claim 32 wherein R!

is selectéd from the group consisting of mono-, di- and tri-substituted phenyl

37.
is a disubstituted\ phenyl selected from the group consisting of 3,5-

Theg pharmaceutical composition according to Claim 36 wherein R!

dichlorophenyl, 3,)5-difluorophenyl, 3,5-di(trifluoromethyl)-phenyl, 3,4- -
dichlorophenyl, 3,4 difluorophenyl, 3-(trifluoromethyl)-4-chlorophenyl, 3-
chloro-4-cyanophenyl) 3-chloro-4-iodophenyl, and 3,4-methylenedioxyphenyl.

38. The pharmaceytical composition according to Claim 36 wherein R!
is a monosubstituted phenyh selected from the group consisting of
4-azidophenyl, 4-bromophenyl, 4-chlorophenyl, 4-cyémophenyl, 4-ethylphenyl,
4-fluorophenyl, 4-iodophenyl, enylcarbonyl)-phenyl, and 4-(1-
ethoxy)ethylphenyl.

39. The pharmaceutical composition according to Claim 36 wherein R!
is a trisubstituted pheny] selected from the group consisting of 3,4,5-
trifluorophenyl and 3,4,5-trichlorophenyl.

40. The pharmaceutical composition according to Claim 32 wherein R!
is selected from 2-naphthyl, quinolin-3-yl, 2-methylquinolin-6-yl, benzothiazol-
6-yl, 5-indolyl, and phenyl.

41. The pharmaceutical composition accerding to any of Claim 32

wherein m is one.

42.  The pharmaceutical composition according to Claim 41 wherein R!
is selected from the group consisting of phenyl, 1-naphthyl, 2-naphthyl,
2-chlorophenyl, 2-fluorophenyl, 2-bromophenyl, 2-hydroxyphenyl,
2-nitrophenyl, 2-methylphenyl, 2-methoxyphenyl, 2-phen xyphenyl,
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-trifluoromethylphenyl, 4-fluorophenyl, 4-chlorophenyl, 4-bromophenyl,
4-nitrophenyl, 4-methylphenyl, 4-hydroxyphenyl, 4-methoxyphenyl,
4-ethdxyphenyl, 4-butoxyphenyl, 4-iso-propylphenyl, 4-phenoxyphenyl,
4-trifluoromethylphenyl, 4-hydroxymethylphenyl, 3-methoxyphenyl,
3-hydroxyphenyl, 3-nitrophenyl, 3-fluorophenyl, 3-chlorophenyl,
3-bromophenyl, 3-phenoxyphenyl, 3-thiomethoxyphenyl, 3-methylphenyl,
3-trifluoromethylphenyl, 2,3-dichlorophenyl, 2,3-difluorophenyl, 2,4-
dichlorophenyl, \2,5-dimethoxyphenyl, 3,4-dichlorophenyl, 3,4-difluorophenyl,
3,4-methylenedioxXyphenyl, 3,4-dimethoxyphenyl, 3,5-difluorophenyl,
3,5—dichlorobhenyl, ,5-di-(trifluoromethyl)phenyl, 3,5-dimethoxyphenyl,
2,4-dichlorophenyl, 2)-difluorophenyl, 2,6—diﬂuorophenyl, 3.,4,5-
trifluorophenyl, 3,4,5-trimethoxyphenyl, 3,4,5-tri-(trifluoromethyl)phenyl,
2,4,6-triﬂuorophehyl, 2,4\6-trimethylphenyl, 2,4,6-tri-(trifluoromethyl)phenyl,
2,3,5-trifluorophenyl, 2,4, |

ifluorophenyl, 2,5-difluorophenyl, 2-fluoro-3-
trifluoromethylphenyl, 4-flu -triﬂuoromethylpﬁenyl, 2-fluoro-4-
trifluoromethylphenyl, 4-b oxyphenyl, 2-chloro-6-fluorophenyl, 2-fluoro-6-
chlorophenyl, 2,3,4,5,6-pentaflugrophenyl, 2,5-dimethylphenyl,
4-phenylphenyl, 2-fluoro-3-trifluorgmethylphenyl, adamantyl, benzyl,
2-phenylethyl, 3-phenyl-n-propyl, 4-phenyl-n-butyl, methyl, ethyl, n-propyl,
iso-propyl, iso-butyl, sec-butyl, tert-buzl; n-pentyl, iso-valeryl, n-hexyl,
cyclopropyl, cyclobutyl, cyclohexyl, cyclopentyl, cyclopent-1-enyl, cyclopent-2-
enyl, cyclohex-1-enyl, -CH,-cyclopropyl, XCH,-cyclobutyl, -CH,-cyclohexyl,
-CH,-cyclopentyl, -CH,CH,-cyclopropyl, -CH,CH,-cyclobutyl,
-CH,CH,-cyclohexyl, -CHZCHz-cyclopentyl,gyrid-z-yl, pyrid-3-yl, pyrid-4-yl,
fluoropyridyls, chloropyridyls, thien-2-yl, thien-3-yl, benzothiazol-4-yl,
2-phenylbenzoxazol-5-yl, furan-2-yl, benzofurani2-yl, thionaphthen-2-yl,
thionaphthen-3-yl, thionaphthen-4-yl, 2-chlorothiophen-5-y1, 3-methylisoxazol-5-
yl, 2-(thiophenyl)thien-5-yl, 6-methoxythionaphthen:2-yl, 3-phenyl-1,2,4-
-phenyl-tetraol-5-yl, allyl,
¢C(O)CH,-, thien-2-yl-
itrophenyl)ethyl,

thiqoxadiazol-S-yl, 2-phenyloxazol-4-yl, indol-3-yl,
2-(cyclohexyl)ethyl, (CH;),CH=CHCH,CH,CH(CHj;)-
methyl, 2-(thien-2-yl)ethyl, 3-(thien-2-yl)-n-propyl, 2-(:
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2-{@¢-methoxyphenyl)ethyl, norboran-2-yl, (4-methoxyphenyl)methyl,
(2-methoxyphenyl)methyl, (3-methoxyphenyl)methyl, (3-hydroxyphenyl)methyl,
(Lhyétgxyphenyl)methyl, (4-methoxyphenyl)methyl, (4-methylphenyl)methyl,
(4-fluorophenyl)methyl, (4-ﬂuordphenoxy)methyl, (2,4-dichlorophenoxy)ethyl,
(4-chlorop\§>nyl)methyl, (2-chlorophenyl)methyl, (1-phenyl)ethyl,
(1-(p-chlorophenyl)ethyl, (1-trifluoromethyl)ethyl, (4-methoxyphenyl)ethyl,
CH,0C(O)CHjy-, benzylthiomethyl, 5-(methoxycarbonyl)-n-pentyl,
3-(methoxycarb>) yl)-n-propyl, indan-2-yl, (2-methylbenzofuran-3-yl),
methoxymethyl, CH,CH=CH-, CH,CH,CH=CH-, (4-chlorophenyl)C(O)CH,-,
(4-fluorophenyl) C(O)CH,-, (4-methoxyphenyl)C(O)CH,-, 4-(fluorophenyl)-
NHC(O)CH,-, 1-phenyl-n-butyl, (¢),CHNHC(O)CH,CH,-, (CH;),NC(O)CH,-,
(¢),CHNHC(O)CH,CH,\, methylcarbonylmethyl,

(2,4-dimethylphenyl)C(O) -, 4-methoxypheny!l-C(O)CH,-, phenyl-C(O)CH,-,
CH,C(O)N(¢)-, ethenyl, lthiomethyl, (CH,),CNHC(O)CH,-,
4-fluorophenyl-C(O)CH,-, enylmethyl, phenoxymethyl,
3,4-methylenedioxyphenyl-CH,-\ benzo[b]thiophen-3-yl, (CH,);COC(O)NHCH,-
, trans-styryl, H,NC(O)CH,CH,-,\2-trifluoromethylphenyl-C(O)CH,,
¢C(O)NHCH(¢)CH,-, mesityl, CH;CH(=NHOH)CH,-, 4-CH,-¢-
NHC(O)CH,CH,-, ¢C(O)CH(¢)CH,-,\(CH,),CHC(O)NHCH(¢)-,
CH,CH,0CH,-, CH,0C(O)CH(CH,)(CH,);-, 2,2,2-trifluoroethyl,
1-(trifluoromethyl)ethyl, 2-CH,-benzo -3-yl, 2-(2,4-dichlorophenoxy)ethyl,
¢SO,CH,-, 3-cyclohexyl-n-propyl, CF;CH,CH,CH,- and N-pyrrolidinj/l.

43.  The pharmaceutical composition according to Claim 32 where 7 is
one or two, and each R? is independently selected from the group consisting of
alkyl, substituted alkyl, alkenyl, cycloalkyl, aryl,\heteroaryl and heterocyclic.

4. The pharmaceutical composition according to Claim 43 wherein R?
is selected from the group consisting of methyl, ethyl, n-propyl, iso-propyl,
n-butyl, iso-butyl, sec-butyl, terr-butyl, -CH,CH(CH,§H;),, 2-methyl-n-butyl,

6-fluoro-n-hexyl, phenyl, benzyl, cyclohexyl, cyclopentyl, cycloheptyl, allyl,
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iso-but-2-enyl, 3-methylpentyl, -CH,-cyclopropyl, -CH,-cyclohexyl, -CH,CH,-
clopropyl, -CH,CH,-cyclohexyl, -CH,-indol-3-yl, p-(phenyl)phenyl,

nitrobengyl, m-trifluoromethylphenyl, p-(CH,),NCH,CH,CH,O-benzyl,
p-(CH;),CQC(O)CH,0-benzyl, p-(HOOCCH,O)-benzyl, 2-aminopyrid-6-yl,
p-(N-morphdlino-CH,CH,0)-benzyl, -CH,CH,C(O)NH,, -CH,-imidazol-4-yl,
-CH,-(3-tetrahydrofuranyl), -CH,-thiophen-2-yl, -CH,(1-methyl)cyclopropyl,
-CH,-thiophen-3-yl, thiophen-3-yl, thiophen-2-yl, -CH,-C(O)O-z-butyl,
-CH,-C(CH,),, -CHyCH(CH,CH,),, 2-methylcyclopentyl, cyclohex-2-enyl,
-CH[CH(CH,),]COOGH;, -CH,CH,N(CH,),, -CH,C(CH;)=CH,,
-CH,CH=CHCH,; (cis aqd trans), -CH,OH, -CH(OH)CH,, -CH(O-z-butyl)CH;,
-CH,0CH,, -(CH,),NH-Bog/\-(CH,),NH,, -CH,-pyridyl, pyridyl,
-CH,-naphthyl, -CH,-(N- holino), p-(N-morpholino-CH,CH,0)-benzyl,
benzofb]thiophen-2-yl, 5-chlorgbenzo[b]thiophen-2-yl, 4,5,6,7-
tetrahydrobenzo[b]thiophen-2-yl \benzo[b]thiophen-3-yl, 5-
chlorobenzo[bjthiophen-3-yl, benzg[b]thiophen-5-yl, 6-methoxynaphth-2-yi,
-CH,CH,SCH,, thien-2-yl, thien-3-yl, and the like. '

45. The pharmaceutical composition according to Claim 32 wherein the
cyclic groups defined by W and -C(H),C(5xX)- is selected from the group
consisting of lactones, lactams, thiolactones,\ thiolactams, heterocyclic and

cycloalkyl groups.

46. The pharmaceutical composition according to Claim 45 wherein the
cyclic group defined by W and -C(H),C(=X)-, fo a lactam or thiolactam

ring of the formula:
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wherein p is zero or one, T is selectey from the group consisting of alkylene,
substituted alkylene, alkenylene, substityted alkenylene, -(R*Z)R,,- and -ZR?-
where Z is a substituent selected from the group consisting of -O-, -S- and
>NR?®, each R? is independently selected \from thg group consisting of alkyl,
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl,
substituted alkynyl, aryl, heteroaryl and heterogyclic, each R* is independently
alkylene, substituted alkylene, alkenylene and -

proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and

stituted alkenylene with the

substituted alkenylene does not involve participation, of the -O- or -S-, and q is

an integer of from 1 to 3.
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47.  The method according to Claim 46 wherein the lactam ring is

selécted from the group consisting of







20

25

30

-- 783 --

N= V)
/%N
“e

wherein A-B is selected from group consisting of alkylene, alkenylene,
substituted alkylene, substituted alkenylene and -N=CH-; Q' is oxygen or
sulfur; each V is independently selected from the group consisting of hydroxy,
acyl, acyloxy, alkyl, substituted alkyl) alkoxy, substituted alkoxy, alkenyl,
substituted alkenyl, alkynyl, substituted nyl, amino, arhinoacyl, alkaryl,
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl,'
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; R? is selected
from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy,
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; R® is selected from
the group consisting of alkyl, substituted alkyl, alkenyl, substituted alkenyl,
alkynyl, substituted alkynyl, acyl, aryl, heteroaryl) heterocyclic, and the like;
R® is selected from the group consisting of alkyl, substituted alkyl, alkenyl,
substituted alkenyl, aryl, heteroaryl, heterocyclic, cyclpalkyl, and substituted
cycloalkyl; ¢ is an integer from O th 4;1t'is an integgr om O to 3; and w is an

integer from O to 3.
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The pharmaceutical composition according to Claim 45 wherein the

cyclic group defined by W, together with -C(H),C(=X)- is a ring of the

formula:

or

wherein p is zefo or one, T is selected from group consisting of alkylene,
substituted alkylene, alkenylene, substituted alkepylene, -(R*Z)R,;- and -ZR*-
where Z is a substituent selected from the group donsisting of -O-, -S- and
>NR?, each R? is independently selected from the group consisting of alkyl,
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituteq alkyl, substituted alkenyl,
substituted alkynyl, aryl, heteroaryl and heterocyclic, gach R*' is independently
alkylene, substituted alkylene, alkenylene and substituteq alkenylene with the

proviso that when Z is -O- or -S-, any unsaturation in thé, alkenylene and
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substituted alkenylene does not involve participation of the -O- or -S-, and q is

an integer of from 1 to 3.

49.  The pharmaceutical composition according to Claim 48 wherein the
alcohol or thiol substituted groups is selected from the group consisting of

(R3),,
OH
(Vh
(R2),,
(V)
(Ra),,
OH

wherein each V is independently selected from the group consisting of hydroxy,
acyl, acyloxy, alkyl, substituted alkyl)alkoxy, substituted alkoxy, alkenyl,
substituted alkenyl, alkynyl, substituted ‘alkynyl, amino, aminoacyl, alkaryl,
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl,
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; R? is selected
from the group consisting of alkyl, substituteq alkyl, alkoxy, substituted alkoxy, |
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; ¢ is an integerlfrom

0 to 4; and w is an integer from O to 3.



10

15

20

25

30

- 786 --

50.  The pharmaceutical composition according to Claim 45 wherein the
cyclig¢ group defined by W, together with -C(H),C(=X)-, forms a ring of the

formula:

wherein p is zero or
substituted alkylene, alkenylene, substituted alkenylene, -(R*Z).R,,- and -ZR?'-
where Z is a substituent sele\»ted from the group consisting of -O-, -S- and
>NR?, each R” is independently selected from the group consisting of alkyl,
alkenyl, alkynyl, cycloalkyl, cygloalkenyl, substituted alkyl, substituted alkenyl,
substituted alkynyl, aryl, hetero \
alkylene, substituted alkylene, alke

1 and heterocyclic, each R? is independently
lene and substituted alkenylene with the
proviso that when Z is -O- or -S-, an¥ unsaturation in the alkenylene and
substituted alkenylene does not involve participation of the -O- or -S-,- and q is

an integer of from 1 to 3.

51. The pharmaceutical composition according to Claim 45 wherein the
cyclic group defined by W, together with -C(H),C(=X)-, forms a ring of the

formula:
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/‘ T

—C(H),
N c.°
I

O

wherein p is zerQ or one, T is selected from the group consisting of alkylene,
substituted alkyleng, alkenylene, substituted alkenylene, -(R*Z)R,,- and -ZR?-
where Z is a substi
>NR%, each R? i
alkenyl, alkynyl, €ycloadlkyl, cycloalkenyl, substituted alkyl, substituted alkenyl,

substituted alkynyl, aryl,

nt selected from the group consisting of -O-, -S- and

ependently selected from the group consisting of alkyl,

eteroaryl and heterocyclic, each R*! is independently
alkylene, substituted alkylene, alkenylene and substituted alkenylehe with the
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and
substituted alkenylene does not involve participation of the -O- or -S-, and g is

an integer of from 1 to 3.

compound of formula I is selected from the group consisting of
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wherein each V is\ independently selected from the group consisting of hydroxy,
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alko:‘(y,'alkenyl,
substituted alkenyl, a
aryl, aryloxy, carboxy

thioalkoxy, substituted

nyl, substituted alkynyl, amino, aminoacyl, alkaryl,
arboxylalkyl, cyano, halo, nitro, heteroaryl,
oalkoxy, trihalomethyl and the like; R? is selected
from the group consistinjg\of alkyl, substituted alkyl, alkoxy, substituted alkoxy,
amino, carboxyl, carboxyl 1, cyano, halo, and the like; ¢ is an integer from
0 to 4; and w is an integer fipm O to 3. |

53. The pharmaceutical gomposition according to Claim 45 wherein the
cyclic group defined by W, together with -C(H),C(=X)-, forms a ring of the

formula:
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wherein p is zero or one, T is selected from the group consisting of alkylene,
bstituted alkylene, alkenylene, substituted alkenylene, -(R*'Z) R,,- and -ZR?-
where Z is a substituent selected from the group consisting of —O.-, -S- and
>NR?, each R? is independently selected from the group consisting of alkyl,
alkenyl alkynyl, cycloalkyl, cycloalkenyl, substitutéd alkyl, substituted alkenyl,
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R* is independently
alkylene, sybstituted alkylene, alkenylene and substituted alkenylene with the
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and
substituted alk&nylene does not invélve participation of ﬂme -O- or -S-, and q is

an integer of from 1 to 3.

54. The phatgnaceutical composition according to Claim 45 wherein the
cyclic group defined W, together with -C(H),C(=X)-, forms a ring of the

formula:

wherein p is zero or one, T ‘is selected from the group consisting of alkylene,
substituted alkylene, alkenylene, substituti alkenylene, -(R*Z)R,,- and -ZR*-

where Z is a substituent selected from the group consisting of -O-, -S- and

>NR?, each R® is independently selected from the group consisting of alkyl,
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl,
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R? is independently
alkylene, substituted alkylene, alkenylene and substituted  alkenylene with the

proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and
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substituted alkenylene does not involve participation of the -O- or -S-, and q is
integer of from 1 to 3.

5.  The pharmaceutical composition according to Claim 45 wherein the
cyclic group defined by W, together with -C(H),C(=X)-, forms a ring of the

formula:

wherein p is zero or one, T is\selected from the group consisting of alkylene,

substituted alkylene, alkenylene, substituted alkenylene, -(R*'Z),R,,- and -ZR?*-

‘where Z is a substituent selectéd om the group consisting of -O-, -S- and

>NR?, each R® is independently
alkenyl, alkynyl, cycloalkyl, cycloalkeqyl, substituted alkyl, substituted alkenyl,

ected from the group consisting of alkyl,

substituted alkynyl, aryl, heteroaryl and\heterocyclic, each R?! is independently
alkylene, substituted alkylene, alkenylene

proviso that when Z is -O- or -S-, any unsatyration in the alkenylene and

d substituted alkenylene with the

substituted alkenylene does not involve participation of the -O- or -S-, and qis

an integer of from 1 to 3.

56. The pharmaceutical composition according to Claim 45 wherein the
cyclic group defined by W, together with -C(H),C(=X)-, forms a ring of the |

formula: -
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e
—C(H),
C.
||

o

wherein p is zeyo or one, T is selected from the group consisting of alkylene,
substituted alkylgne, alkenylene, substituted alkenylene, -(R*'Z) R,,- and -ZR?'-
where Z is a subSjtuent selected from the group consisting of -O-, -S- and
>NR®, each R? is)independently selected from the group consisting of alkyl,
alkenyi, alkynyl, cygloglkyl, cycloalkenyl, substituted alkyl, substituted alkenyl,
substituted alkynyl, a w,: eteroaryl and heterocyclic, each R? is independently
alkylene, substituted/alkylene, alkenylene and substituted alkenylene with the
proviso that when Z is -Q- or -S-, any unsaturation in the alkenylene and

substituted alkenylene doe§ not involve participation of the -O- or -S-, and q is

an integer of from 1 to 3. :
57. The pharmaceutica}\composition according to Claim 56 wherein the

compound of formula I is selected from the group consisting of:

Ra),,

y N e

(Ra),, . V),

(R?)w
o] o
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The pharmaceutical composition according to Claim 45 wherein the
cyclic group defined by W, together with -C(H),C(=X)-, forms a ring of the

formula:

wherein p is zero or on is selected from the group consisting of alkylene,

e, substituted alkenylene, -(R*Z).R,,- and -ZR?-
where Z is a substituent selectgd from the group consisting of -O-, -S- and
>NR?, each R? is independent

substituted alkylene, alkenyl

selected from the group consisting of alkyl,
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl,
substituted alkynyl, aryl, heteroaryland heterocyclic, each R? is independently
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the
proviso that when Z is -O- or -S-, any Ynsaturation in the alkenylene and
substituted alkenylene does not involve pagticipation of the -O- or -S-, and q is

an integer of from 1 to 3.
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59.  The pharmaceutical composition according to Claim 45 wherein the
cyclis, group defined by W, together with -C(H),C(=X)-, forms a ring of the

wherein p is zero or one, T i¥ s¢leetéd from the group consisting of alkylene,
substituted alkylene, alkenylene} substituted alkenylene, -(R*Z) R,,- and -ZR?-
where Z is a substituent selected Xrom the group consisting of -O-, -S- and
>NR?, each R? is independently Selected from the group consisting of alkyl,
alkenyl, alkynyl, cycloalkyl, cycloal

substituted alkynyl, aryl, heteroaryl and heterocyclic, each R is independently

nyl, substituted alkyl, substituted alkenyl,

alkylene, substituted alkylene, alkenylene, and substituted alkenylene with the
proviso that when Z is -O- or -S-, any unsjturation in the alkenylene and
substituted alkenylene does not involve partigipation of the -O- or -S-, and q is

an integer of from 1 to 3.
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The pharmaceutical composition according to Claim 45 wherein the

cyclic gyoup defined by W, together with -C(H),C(=X)-, forms a ring of the

formula:

NR20R20

wherein p is zero or one, T is selected from the group consisting of alkylene,

_substituted alkylene, alkenylene, substituted alkenylene, -(R*'Z),R;,- and -ZR?-

where Z is a substituent selected from\the group consisting of -O-, -S- and
>NR?, each R? is independently selected from the group consisting of alkyl,
alkenyl, alkynyl, cycloalkyl, cycloalkenyl\ substituted alkyl, substituted alkenyl,
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R* is independently
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and
substituted alkenylene does not involve participation of the -O- or -S-, and g is

an integer of from 1 to 3.
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61. A compound of formula I:

wherein R! is sélected from thev group consisting of alkyl, alkenyl, alkynyl,
cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, substituted
alkynyl, substituted cyclgajkyl, substituted cycloalkenyl, aryl, heteroaryl and
heterocyclic;

W, together with -@(H),C(=X)-, forms a cycloalkyl, cycloalkenyl,
heterocyclic, substituted cycloalkyl, or substituted cycloalkenyl group wherein
each of said cycloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyl or
substituted cycloalkenyl group is Qptionally fused to form a bi- or multi-fused
ring system (preferably no more than 5 fused rings) with one or more ring
structures selected from the group cousisting of cycloalkyl, cycloalkenyl,
heterocyclic, aryl and heteroaryl group which, in turn, each of such ring
structures are optionally substituted with\l to 4 substituents selected from the
group consisting of hydroxyl, halo, alkoxy\ substituted alkoxy, thioalkoxy,
substituted thioalkoxy, nitro, cyano, carbox\, carboxyl esters, alkyl, substituted
alkyl, alkenyl, substituted alkenyl, alkynyl, sukstituted alkynyl, amino, N-
alkylamino, N,N-dialkylamino, N-substituted alkylamino, N-alkyl N-substituted
alkylamino, N,N-disubstituted alkylamino, -NHCQ)R*, -NHSO,R*, -C(O)NH,,
-C(O)NHR?, -C(O)NR*R?, -S(O)R*, -S(O),R?, -S(O),NHR* and -S(O),NR*R*
where each R*® is independently selected from the groyp consisting of alkyl,

substituted alkyl, or aryl;
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X is selected from the group consisting of oxo (=0), thiooxo (=S),
hydryxyl (-H, -OH), thiol (H,-SH) and hydro (H,H);

is represented by the formula:

cycloalkyl, aryl, hetero d heterocyclic;
Z is represented by th¢ formula -T-CX'X"C(O)- where T is selected from
the group consisting of a Hond covalently linking R' to -CX’'X"-, oxygen,
sulfur, -NR’ where R’ is hydrogen, acyl, alkyl, aryl or heteroaryl group;
X'’ is hydrogen, hydroxy or\fluoro, _ '
X" is hydrogen, hydroxy or fluoro, or X’ and X" together form an oxo
group;
~ m is an integer equal to O or 1;
n is an integer equal to 0, 1 or 2;
p is an integer equal to O or 1 such\that when p is zero, the ring defined by
W and -C(H),C(=X)- is unsaturated at '
and when p is one, the ring is saturated a{ the carbon atom of ring attachment
oY,
with the following provisos: ,
A. when R! is 3,5-difluorophenyl, R? is\-CH;, Z is -CH,C(O)-, mis 1, n
is t, and p is 1, then W, together with >CH jnd >C=X, does not form a 2-

(S)-indanol group;
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B. when R! is phenyl, R? is -CH;, Z is -CH,C(O)-, mis 1, nis 1, and p is
1, then W, together with >CH and >C=X, does not form a trans-2-hydroxy-
cyclohgx-1-yl group;

C. When R! is phenyl, Z is -CH,C(O)-, mis 1, nis O, and p is 1, then W,
together wjth >CH and >C=X, does not form a gammabutyrolactone group
or a 5,5-dimethyl-gammabutyrolactone group;

D. when R! is phenyl, Z is -CH,C(O)-, mis 1, nis O, and pis 1, then W,
together with X CH and >C=X, does not form a e-caprolactam group;

E. when R! is cyclopropyl, R? is -CH;, Z is -CH,C(O)-, mis 1, nis 1,
and p is 1, then W, together with >CH and >C=X, does not form an N-
methylcaprolactam group; |

F. when R! 1§ 4-chlorobenzoyl-CH,-, R?is -CH,, Z is -CH,C(O)-, m
is 1, nis 1, and p is 1 \then W, together with >CH and >C=X, does not
form an 2,3-dihydro-1- 1-5-phenyl-1H-1,4-benzodiazepin-2-one;

G. when R! is 2-ghenylphenyl, R? is -CH;, Z is -CH,C(0)-, mis 1, n
is 1, and p is 1, then W,/tdgether with >CH and >C=X, does not form an 7-
methyl-5 ,7-dihydr9—6H-dibenz b,d]azepin-6-one;

H. when R! is CH,0C(Q)CH,-, R? is -CH,, Z is -CH,C(0)-, mis 1, n
is 1, and p is 1, then W, together\with >CH and >C=X, does not form an
2,3-dihydro-1-(z-butylC(O)CH,-)-5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one;

I. when R! is 4-ethoxyphenxl, 2,4,6-trimethylphenyl, 4-phenylphenyl,
CH,0C(O)CH,-, 4-HOCH,-phenyl, 2,4,6-trifluorophenyl, 2-trifluoromethyl-4-
fluorophenyl, or CH,S-, R? is -CHj, Z s -CH,C(O)-, mis 1, nis 1, and p is 1,
then W, together with >CH and >C=X, does not form a 2,3-dihydro-1-(N, N-
diethylamino-CH,CH?-)-5-(2-pyridyl)-1H- \ 4-benzodiazepin-2-one;

J. when R! is 2,6-difluorophenyl, R? is -CH,, Z is -CH(OH)C(O)-, m
is 1, nis 1, and p is 1, then W, together with >CH and >C=X, does not
form a 2,3-dihydro-1-(N, N-diethylamino-CH,C{?-)-5-(2-pyridyl)-1H-1,4-
benzodiazepin-2-one,

K. when m is 1 and n is 1, then
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does not equal dycloalkyl of from 3 to 8 carbon atoms optionally substituted

15 with 1 to 3 alkyl groups.

62. The compound according to Claim 61 where, in formula I, m is
Zero.
20 63. The compoynd Yccording to Claim 62 wherein R! is aryl or
heteroaryl.
64. The compound acconding to Claim 63 wherein R! is selected from

the group consisting of
25 (a) phenyl,
(b) a substituted phenyl group of the formula:

30

RY

35 Re

40
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wherein R° is selected from the group consisting of acyl, alkyl, alkoxy,
alkylalkoxy, azido, cyano, halo, hydrogen, nitro, trihalomethyl, thioalkoxy,
and wherein R® and R° are fused to form a heteroaryl or heterocyclic ring with
the pheny| ring wherein the heteroaryl or heterocyclic ring contains from 3 to 8
atoms of which from 1 to 3 are heteroatoms independently selected from the
group consisting of oxygen, nitrogen and sulfur

R® and R®

hydrogen, halo,

are independently selected from the group consisting of

itro, cyano, trihalomethyl, alkoxy, and thioalkoxy with the

proviso that when\R° is hydrogen, then R® and R" are either both hydrogen or

both substituents o
(¢) 2-naphthyl,
(d) 2-naphthyl substituted at the 4, 5, 6, 7 and/or 8 positions with 1 to 5

r than hydrogen,

substituents selected from
trihalomethyl, thioalkoxy
(e) heteroaryl, and

group consisting alkyl, alkoxy, halo, cyano, nitro,
d heteroaryl,

(H substituted heteroaryl Containing 1 to 3 substituents selected from the
group consisting of alkyl, alkoxy\ aryl, aryloxy, cyano, halo, nitro, heteroaryl,
thioalkoxy, thicaryloxy provided that said substituents are not ortho to the

heteroaryl artachment to the -NH grqup.

65. The compound according to\Claim 61 wherein R! is selected from
the group consisting of mono-, di- and tr{-substituted phenyl groups.
66. The compound according to Clajm 65 wherein R' is a disubstituted
phenyl selected from the group consisting of §,5-dichlorophenyl, 3,5-
difluorophenyl, 3,5-di(trifluoromethyl)-phenyl) 3,4-dichlorophenyl, 3,4-
difluorophenyl, 3-(trifluoromethyl)-4-chlorophenyl, 3-chloro-4-cyanophenyl, 3-
chloro-4-iodophenyl, and 3,4-methylenedioxyphepyl.

T 67. The compound according to Claim 65 Wherein R' is a

monosubstituted phenyl selected from the group consjsting of
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4-azidophenyl, 4-bromophenyl, 4-chlorophenyl, 4-cyanophenyl, 4-ethylphenyl,
-fluorophenyl, 4-iodophenyl, 4-(phenylcarbonyl)-phenyl, and 4-(1-
ethoxy)ethylphenyl.

The compound according to Claim 65 wherein R! is a trisubstituted
phenyl elected from the group consisting of 3,4,5-trifluorophenyl and 3,4,5-
trichlorophenyl. )

&

i 69.

[
LA

e compound according to Claim 61 wherein R' is selected from

=

Eﬂ 10 2-naphthyl, quinolin-3-yl, 2-methylquinolin-6-yl, benzothiazol-6-yl, 5-indolyl,
~E’ and phenyl.

&

;;* 70. The compound according to any of Claim 61 wherein m is one.

Y

i

™ 15 71. The compofnd according to Claim 70 wherein R' is selected from
ot

A T RN e

7
o

the group consisting o enyl, 1-naphthyl, 2-naphthyl,

2-chlorophenyl, 2-fluorophenyl, 2-bromophenyl, 2-hydroxyphenyl,

2-nitrophenyl, 2-methylphenyl, 2-methoxyphenyl, 2-phenoxyphenyl,
2-trifluoromethylphenyl, 4-fluprophenyl, 4-chlorophenyl, 4-bromophenyl,

20 4-nitrophenyl, 4-methylphenyl, ¢-hydroxyphenyl, 4-methoxyphenyl,

4-ethoxyphenyl, 4-butoxyphenyl, \d-iso-propylphenyl, 4-phenoxyphenyl,

4-trifluoromethylphenyl, 4-hydroxymethylphenyl, 3-methoxyphenyl,
3-hydroxyphenyl, 3-nitrophenyl, 3-fljyorophenyl, 3-chlorophenyl,
3-bromophenyl, 3-phenoxyphenyl, 3- 'omethoxyphetiyl, 3-methylphenyl,

25 3-trifluoromethylphenyl, 2,3-dichlorophdpyl, 2,3-difluorophenyl, 2,4-
dichlorophenyl, 2,5-dimethoxyphenyl, 3,4\dichlorophenyl, 3,4-difluorophenyl,
3,4-methylenedioxyphenyl, 3,4-dimethoxypRenyl, 3,5-difluorophenyl,
3,5-dichlorophenyl, 3,5-di-(trifluoromethyl)pRenyl, 3,5-dimethoxyphenyl,
2,4-dichlorophenyl, 2,4-difluorophenyl, 2,6-difluorophenyl, 3,4,5-

30 triﬁuorophenyl, 3,4,5-trimethoxyphenyl, 3,4,5-txi-(trifluoromethyl)phenyl,

2,4,6-trifluorophenyl, 2,4,6-trimethylphenyl, 2,4,%-tri-(trifluoromethyl)phenyl,
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2,3,5-trifluorophenyl, 2,4,5-trifluorophenyl, 2,5-difluorophenyl, 2-fluoro-3-
romethylphenyl, 4-fluoro-2-trifluoromethylphenyl, 2-fluoro-4-
trifluotomethylphenyl, 4-benzyloxyphenyl, 2-chloro-6-fluoropheny!, 2-fluoro-6-
chlorophenyl, 2,3,4,5,6-pentafluorophenyl, 2,5-dimethylphenyl,
4-phenylphenyl, 2-fluoro-3-trifluoromethylphenyl, adamantyl, benzyl,
2-phenylethyl, 3-phenyl-n-propyl, 4-phenyl-n-butyl, methyl, ethyl, n-propyl,
iso-propyl, is-butyl, sec-butyl, terz-butyl, n-pentyl, iso-valeryl, n-hexyl,
cyclopropyl, cyclobutyl, cyclohexyl, cyclopentyl, cyclopent-1-enyl, cyclopent-2-
enyi, cyclohex-1-enyl, -CH,-cyclopropyl, -CH,-cyclobutyl, -CH,-cyclohexyl,
-CH,-cyclopentyl, 3CH,CH,-cyclopropyl, -CH2CH2—cyclobutyl,
-CH,CH,-cyclohexyl
fluoropyridyls, chloropyridyls, thien-2-yl, thien-3-yl, benzothiazol-4-yl,

-CH,CH,-cyclopentyl, pyrid-2-yl, pyrid-3-yl, pyrid-4-yl,

2-phenylbenzoxazol-5-yl\ furan-2-yl, benzofuran-2-yl, thionaphthen-2-yl,
thionaphthen-3-yl, thiona -yl, 2-chlorothiophen—5-yl, 3-methylisoxazol-5-
yl, 2-(thiophenyl)thien-5-yl\|6-methoxythionaphthen-2-yl, 3-phenyl-1,2,4-
thiooxadiazol-5-yl, 2-pheniylokazol-4-yl, indol-3-yl, 1-phenyl-tetraol-5-yl, allyl,
2-(cyclohexylethyl, (CH,),C CHCH,CH,CH(CH,)-, ¢C(O)CH,-, thien-2-yl-
methyl, 2-(thien-2-yl)ethyl, 3-(thjen-2-yl)-n-propyl, 2-(4-nitrophenyl)ethyl,
2-(4-methoxyphenyl)ethyl, norboran-2-yl, (4-methoxyphenyl)methyl,
(2-methoxyphenyl)methyl, (3-methoxyphenyl)methyl, (3-hydroxyphenyl)methyl,
(4-hydroxyphenyl)methyl, (4-methoxyphenyl)methyl, (4-methylphenyl)methyl,
(4-fluorophenyl)methyl, (4-fluorophenoxy)methyl, (2,4-dichlorophenoxy)ethyl,
ethyl, (1-phenyl)ethyl,
(1-(p-chlorophenyl)ethyl, (1-trifluoromethy)ethyl, (4-methoxyphenyl)ethyl,

CH,0C(0O)CH,-, benzylthiomethyl, 5-(methdxycarbonyl)-n-pentyl,

(4-chlorophenyl)methyl, (2-chlorophenyl

3-(methoxycarbonyl)-n-propyl, indan-2-yl, (2-methylbenzofuran-3-yl),
methoxymethyl, CH,CH=CH-, CH,CH,CH=CH-, (4-chlorophenyl)C(O)CH,-,
(4-fluorophenyl)C(O)CH,-, (4-methoxyphenyl)C(Q)CH,-, 4-(fluorophenyl)-
NHC(O)CH,-, 1-phenyl-n-butyl, (¢),CHNHC(O)CH,CH,-, (CH,),NC(O)CH,-,
(¢),CHNHC(O)CH,CH,-, methylcarbonylmethyl,
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(2,4-dimethylphenyl)C(O)CH,-, 4-methoxyphenyl-C(O)CH,-, phenyl-C(O)CH,-,
H,C(O)N(¢)-, ethenyl, methylthiomethyl, (CH,);CNHC(O)CH,;-,

CH,CH,0CH,-, CH;0C(O)CH(CH;)(CH,);-, 2,2,2—triﬂuoroethjl,
1-(trifluoromethylethyl, 2-CH;-benzofuran-3-yl, 2-(2,4-dichlorophenoxy)ethyl,
¢SO,CH,-, 3-cyglohexyl-n-propyl, CF;CH,CH,CH,- and N-pyrrolidinyl.

72. The compound according to Claim 61 where n is one or tWo, and
each R? is independen
alkyl, alkenyl, cycloalky

selected from the group consisting of alkyl, substituted

, heteroaryl\ and heterocyclic.

73. The compound ad¢cording to Claim 61 wherein R? is selected from
the group consisting of methyl) ethyl, n-propyl, iso-propyl,
n-butyl, iso-butyl, sec-butyl, rert\butyl, -CH,CH(CH,CH,),, 2-methyl-n-butyl,
6-fluoro-n-hexyl, phenyl, benzyl, ayclohexyl, cyclopentyl, cycloheptyl, allyl,
iso-but-2-enyl, 3-methylpentyl, -CHxcyclopropyl, -CH,-cyclohexyl, -CH,CH,-
cyclopropyl, -CH,CH,-cyclohexyl, -CH,-indol-3-yl, p-(phenyl)phenyl,
o-fluorophenyl, m-fluorophenyl, p-fluorgphenyl, m-methoxyphenyl, p-
methoxypheny!, phenethyl, benzyl, fn-hy oxybenzyl, p-hydroxybenzyl, p-
nitrobenzyl, m-trifluoromethylphenyl, p-(CHy),NCH,CH,CH,0O-benzyl,
p-(CH,);COC(0)CH,0-benzyl, p-(HOOCCH,®)-benzyl, 2-aminopyrid-6-yl,
p-(N-morpholino-CH,CH,0)-benzyl, -CH,CH,C(O)NH,, -CH,-imidazol-4-yl,
-CH,-(3-tetrahydrofuranyl), -CH,-thiophen-2-yl, -CH,(1-methyl)cyclopropyl,
-CH,-thiophen-3-yl, thiophen-3-yl, thiophen-2-yl, -§H,-C(O)O-z-butyl,
-CH,-C(CH,;);, -CH,CH(CH,CH,),, 2-methylcyclopengyl, cyclohex-Z;enyl,

-CH[CH(CH,),JCOOCH,, -CH,CH,N(CH,),, -CH,C(CH,)=CH,,
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,CH=CHCH, (cis and trans), -CH,OH, -CH(OH)CH,, -CH(O-¢-butyl)CH,,
-CH\OCH,, -(CH,),NH-Boc, -(CH,);NH,, -CH,-pyridyl, pyridyl,

-CH,CH,SCH,, thien-2-yl, thien-3-yl, and the like.

74. The\compound according to Claim 61 wherein the cyclic groups
defined by W an

lactones, lactams,

-C(H),C(=X)- is selected from the group consisting of

iolactones, thiolactams, heterocyclic and cycloalkyl groups.

75.  The compdund according to Claim 74 wherein the cyclic group
defined by W and -C( (=X)-, forms a lactam or thiolactam ring of the

formula:

—C(H),
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wherein p is zero or ong, This selected from the group consisting of alkylene,

substituted alkylene, alkenylene; substituted alkenylene, -(R*Z).R,,- and -ZR?-
where Z is a substituent sglg

> NR?°, each R is independ

ted from the group consisting of -O-, -S- and
ently selected from the group consisting of alkyl,
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl,
substituted alkynyl, aryl, heteroiryl and heterocyclic, each R?' is independently
alkylene, substituted alkylene, al nylene and substituted alkenylene with the
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and
substituted alkenylene does not invol¥e participation of the -O- or -S-, and q is

an integer of from 1 to 3.
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76. The method according to Claim 75 wherein the lactam ring is

seledted from the group consisting of
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wherein A-B is‘selected om the group consisting of alkylene, alkenyléne,

substituted alkylene, substi alkenylene and -N=CH-; Q’ is oxygen or
sulfur; each V is independe selected from the group consisting of hydroxy,
acyl, acyloxy, alkyl, substi alkyl, alkoxy, substituted alkoxy, alkenyl,

substituted alkenyl, alkynyl, subjtituted alkynyl, amino, aminoacyl, alkaryl,
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, |
thioalkoxy, substituted thioalkoxy, txihalomethyl and the like; R? is selected
from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy,
amino, carboxyl, carboxyl alkyl, cyano) halo, and the like; R® is selected from
the group consisting of alkyl, substituted gjlkyl, alkenyl, substituted alkenyl,
alkynyl, substitu;ed alkynyl, acyl, aryl, hetgroaryl, heterocyclic, and the like;
R° is selected from the group consisting of alkyl, substituted alkyl, alkenyl,
substituted alkenyl, aryl, heteroaryl, heterocyclic, cycloalkyl, and substituted
cycloalkyl; ¢ is an integer from O to 4; ¢’ is an ikteger from O to 3; and w is an

integer from O to 3.

“77. The compound according to Claim 74 whexein the cyclic group
defined by W, together with -C(H),C(=X)- is a ring of the formula:
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wherein p is zero or one, T is sglected from the group consisting of alkylene,
substituted alkylene, alkenylene, ubstituted alkenylene, -(R*Z)R,,- and -ZR?'-
where Z is a substituent selected fiom the group consisting of -O-, -S- and
>NR?, each R? is independently sglected from the group consisting of alkyl,
alkenyl, alkynyl, cycloalkyl, cycloalkgnyl, substituted alkyl, substituted alkenyl,
substitﬁted alkynyl, aryl, heteroary! and heterocyclic, each R?! is independently
alkylene, substituted alkylene, alkenylend and substituted alkenylene with the
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and

substituted alkenylene does not involve participation of the -O- or -S-, and q is

an integer of from 1 to 3.

78. The compound according to Claim 7Y wherein the alcohol or thiol

substituted groups is selected from the group consjsting of
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(R2),,

OH

(R3)w

OH

wherein each V is indepgndently selected from the group consisting of hydroxy,
acyl, acyloxy, alkyl, substituteq alkyl, alkoxy, substituted alkoxy, alkenyl,
substituted alkenyl, alkynyl, subitituted alkynyl, amino, aminoacyl, alkaryl,
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl,
thioalkoxy, substituted thioalkoxy, tKihalomethyl and the like; R® is selected
from the group consisting of alkyl, sulstituted alkyl, alkoxy, substituted alkoxy,
amino, carboxyl, carboxyl alkyl, cyano,\halo, and the like; ¢ is an integer from

0 to 4; and w is an integer from O to 3.
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The compound according to Claim 74 wherein the cyclic group

defined by W, together with -C(H),C(=X)-, forms a ring of the formula:

wherein p is zero or one\ T is selected from the group consisting of alkylene,
substituted alkylene, alkenylene, substituted alkenylene, -(R*Z)R,,- and -ZR?-
where Z is a substituent sel
>NR?, each R? is indepe

alkenyl, alkynyl, cycloalky

d from the group consisting of -O-, -S- and
tly-selected from the group consisting of alkyl,

, c¥cloalkenyl, substituted alkyl, substituted alkenyl,
substituted alkynyl, aryl, heteroaxyl and heterocyclic, each R* is independently
alkylene, substituted alkylene, alképylene and substituted alkenylene with the
proviso that when Z is -O- or -S-, ajy unsaturation in the alkenylene and -
substituted alkenylene does not involvg participation of the -O- or -S-, and qis

an integer of from 1 to 3.

80. The compound according to Claim 74 wherein the cyclic group
defined by W, together with -C(H),C(=X)-), forms a ring of the formula:
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erein p is zero or one, T is selected from the group consisting of alkylene,
substituted alkylene, alkenylene, substituted alkenylene, -R*Z);R,;- and -ZR?-
where\Z is a substituent selected from the group consisting of -O-, -S- and
> NR2 \each R? is independently selected from the group consisting of alkyl,
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl,
substituted nyl, aryl, heteroaryl and heterocyclic, each R* is independently
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and
substituted alkenylene does not involve participation of the -O- or -S-, and g is

an integer of from 1 to 3.

81. The compoupd according to Claim 80 wherein the compound of

formula I is selected from, the group consisting of

wherein each V is independently selected from the\group consisting of hydroxy,
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl,
substituted alkenyl, alkynyl, substituted alkynyl, aming, aminoacyl, alkaryl,
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amino, cyrboxyl, carboxyl alkyl, cyano, halo, and the like; 7 is an integer from

0 to 4; and\w is an integer from O to 3.

82. The compound according to Claim 74 wherein the cyclic group
defined by W, tygether with -C(H),C(=X)-, forms a ring of the formula:

wherein p is zero or one, T is sel ted from the group consisting of alkylene,
substituted alkylene, alkenylene, subgtituted alkenylene, -(R*Z)R;,- and -ZR*-
where Z is a substituent selected from\ the group consisting of -O-, -S- and
>NR?¥, each R® is independently selected from the group consisting of alkyl,
alkenyl, alkynyl, cycloalkyl, cycloalkeny), substituted alkyl, substituted alkenyl,
substituted alkynyl, aryl, heteroaryl and héferocyclic, each R* is independently
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the
proviso that when Z is -O- or -S-, any unsatufation in the alkenylene and
substituted alkenylene does not involve participation of the -O- or -S-, and q is

an integer of from 1 to 3.

83. The compound according to Claim 74 wherein the cyclic group

defined by W, together with -C(H),C(=X)-, forms  ring of the formula:
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wherein p is Xero or one, T is selected from the group consisting of alkylene,
substituted alkylene, alkenylene, substituted alkenylene, -(R*'Z)R,,- and -ZR?-
where Z is a substituent selected from the group consisting of -O-, -S- and

> NR?, each R is\independently selected from the group consisting of alkyl,
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl,
substituted alkynyl, a eteroaryl and heterocyclic, each R* is independently
alkylene, substituted ene, alkenylene and substituted alkenylene with the
proviso that when Z is -O-\or -S-, any unsaturation in the alkenylene and
substituted alkenylene does not involve participation of the -O- or -S-, and q is

an integer of from 1 to 3.

84. The compound according to Claim 74 wherein the cyclic group

defined by W, together with -C(H)\,C(=X)-, forms a ring of the formula:
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wherein p is zero or one, T is selected from the group consisting of alkylene,
subtituted alkylene, alkenylene, substituted alkenylene, -(R*Z),R;;- and -ZR*-
wherd\Z is a substituent selected from the group consisting of -O-, -S- and
>NR? each R¥ is independently selected from the group consisting of alkyl,
alkenyl, jlkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, '
substituted\alkynyl, aryl, heteroaryl and heterocyclic, each R* is independently
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and
substituted alképylene does not involve participation of the -O- or -S-, and q is

an integer of from 1 to 3.

85. The comjpound according to Claim 74. wherein the cyclic group
defined by W, together with -C(H),C(=X)-, forms a ring of the formula:

wherein p is zero or one, T is selecte from the group consisting of alkylene,
substituted alkylene, alkenylene, substituted alkenylene, -(R*'Z)R,,- and -ZR*'-
where Z is a substituent selected from thg group consisting of -O-, -S- and
>NR?, each R? is independently selected\from the group consisting of alkyl,
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl,
substituted alkynyl, aryl, heteroaryl and hetergcyclic, each R? is independently
alkylene, substituted alkylene, alkenylene and sybstituted alkenylene with the

proviso that when Z is -O- or -S-, any unsaturatign in the alkenylene and
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substifuted alkenylene does not involve participation of the -O- or -S-, and q is

an integer of from 1 to 3.

86.

formula I is\selected from the group consisting of:

The compound according to Claim 85 wherein the compound of

(R3)y,

V)

(R3),,

87. The compound according to Claim 74 wherein the cyclic group

defined by W, together with -C(H),C(5X)-, forms a ring of the formula:
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wherein p is zero Qr one, T is selected from the group consisting of alkylene,
substituted alkylene\alkenylene, substituted alkenylene, -(R*Z)Ry- and -ZR?'-
where Z is a substituexqt selected from the group consisting of -O-, -S- and
>NR?, each R? is ind

alkenyl, alkynyl, cycloal

ently selected from the group consisting of alkyl,

1] cycloalkenyl, substituted alkyl, substituted alkenyl,
substituted alkynyl, aryl{ heteroaryl and heterocyclic, each R* is independently
alkylene, substituted alkylene)\alkenylene and substituted alkenylene with the
proviso that when Z is -O- or -§-, any unsaturation in the alkenylene and
substituted alkenylene does not inyolve participation of the -O- or -S-, and g is

an integer of from 1 to 3.

88. The compound according td\Claim 74 wherein the cyclic group

defined by W, together with -C(H),C(=X)-, forms a ring of the formula:
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—C(H),
CI:H
SH

alkenyl, alkynyl, cyclo_" 1, cycloalkenyl, substituted alkyl, substituted alkenyl,

substituted alkynyl, aryfy roaryl and heterocyclic, each R? is independently
alkylene, substituted a e, alkenylene and substituted alkenylene with the
proviso that when Z is -O- §r -S-, any unsaturation in the alkenylene and

substituted alkenylene does ngt involve participation of the -O- or -S-, and q is

an integer of from 1 to 3.

—C(H),

N
|

NR20R20
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erein p is zero or one, T is selected from the group consisting of alkylene,
suBstituted alkylene, alkenylene, substituted alkenylene, -(R*'Z);R;,- and -ZR*-
where Z is a substituent selected from the group consisting of -O-, -S- and
> NRZR, each R¥ is independently selected from the group consisting of alkyl,
alkenyl, \alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl,
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R? is independently
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the

hen Z is -O- or -S-, any unsaturation in the alkenylene and

proviso that
substituted alkgnylene does not involve participation of the -O- or -S-, and g is

an integer of from 1 to 3.

90. A compbund selected from the group consisting of:

1-(N'-(3,5-difluorgphenylacetyl)-L-alaninyl)-aminodibenzosuberane

1-(R)-(N'-(3,5-difludrophenylacetyl)-L-alaninyl)-amino-2-(S)-indanol

1-(S)-(N’-(3,5-difluoro ylacetyl)-L-alaninyl)-amino-2-(R)-indanol
1-(N’-(3,5-difluorophefylacetyl)-L-alaninyl)-amino-2-indanol
2-(N’-(3,5-difluorophenylacgtyl)-L-alaninyl)-amino-1-cyclohexanol

1-(R,S)-(N’-(3,5-difluorophenWacetyl)-L-alaninyl)-amino-1,2,3,4-
tetrahydro-2-naphthol
1-(N'—(3,5-diﬂuorophenylacetyl)- alaninyl)-aminobenz(f]cycloheptan-2-ol

5-[N’-(3, 5-d1ﬂuorophenylacetyl) -L-a mnyl]ammo—S 7-dihydro-6H-
dibenzo{a,c]cyclohepten-6-ol

1-(S)-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)-aminoindan-2-one
2-(N’-(phenylacetyl)-L-alaninyl)aminocyclhexan-1-one

5-[N’-(3,5-difluorophenylacetyl)-L-alaninyl}Jamino-5,7-dihydro-6H-

dibenzo[a,c]cyclohepten-6-one
' 3-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)-amjino-y-butyrolactone

3-(N’-(3,4-dichlorophenyl)-L-alaninyl)amino-y-b
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(N’-(cyclopentylacetyl)-L-alaninyl)amino-1, 1-dimethyl-3-isochromanone

4-(N'-(3.5-difluorophenylacetyl)-L-alaninyl)amino-1, 1-dimethyl-3-
isochromanone

3-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)amino-vy-butyrolactam
3-(N’-(3 \5-difluorophenylacetyl)-L-alaninyl)amino-é-valerolactam

1-benzyl-3\(S)-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)-amino-6-
valerolac

3-N’-(3,5-diflyorophenylacetyl)-L-alaninyl)amino-4-methyl-e-caprolactam

3-(N'-(3,5-difluqrophenylacetyl)-L-alaninyl)amino-1,2,3,4-
tetrahydroquinolif-2-one

1-benzyl-3-(N’-(3,5wdifluorophenylacetyl)-L-alaninyl)amino-1,2,3,4-
tetrahydroquinolin-2\one

4-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)amino-1,2,3,4-
tetrahydroisoquinolin-3-

1)-L-alaninyl)amino-2-benzyl-1,2,3,4-

4-(N'-(3,5-difluorophen
tetrahydroisoquinolin-3-0n

4-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-1-methyl-1,2,3,4-
tetrahydroisoquinolin-3-one

4-(N'-(3,5-difluorophenylacetyl){ L-alaninyl)amino-1-phenyl-1,2,3,4-
tetrahydroisoquinolin-3-one

4-(N’-(3,5-difluorophenylacetyl)-LAalaninyl)amino-6-fluoro-1,2,3 ,4-
tetrahydroisoquinolin-3-one

4-(N’-(3,5-difluorophenylacetyl)-L-alapinyl)amino-7-fluoro-1,2,3,4-
tetrahydroisoquinolin-3-one

4-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)amino-2-phenethyl-1,2,3 ,4-
tetrahydroisoquinolin-3-one

4-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)amino-2-methyl-1,2,3,4-
tetrahydroisoquinolin-3-one :

-4-(N ’-(3,5-difluorophenylacetyl)-L-alaninyl)amiygo-6-phenyl-1,2,3,4-

tetrahydroisoquinolin-3-one
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(N’-(3,5-difluorophenylacetyl)-L-alaninyl)amino-7-phenyl-1,2,3,4-
tetxahydroisoquinolin-3-one

(N’-(8,5-difluorophenylacetyl)-L-alaninyl)-(9-aminofluroren-1-yl)glycine é-
lactam'

3-(N'-(p ‘ nylacetyl)-L-alaninyl)amino-e-caprolactam
3-(S)-(N’-(3\5-difluorophenylacetyl)-L-alaninyl)-amino-e-caprolactam

3-(S)-(N"-(3,
caprolactam

difluorophenylacetyl)-L-alaninyl)amino-1-benzyl-e-

3-(S)-N’-(3,5-di

orophenylacetyl)-L-alaninyl)amino- 1-(2-methoxyethyl)-¢-
caprolactam '

3-(S)-(N’-(3,5-difluoxophenylacetyl)-L-alaninyl)amino-1-ethyl-e-caprolactam

3-N’-(3,5-difluorophenylycdtyl)-L-alaninyl)amino-5-ethyl-e-caprolactam

3-N’-(3,5-difluorophenylagegyD-L-alaninyl)amino-5-ethyl-e-caprolactam
3-N’-(3,5-difluorophenyl -L-alaninyl-amino)-7-benzyl-e-caprolactam

3-(S)-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)amino-1-benzyl-4,7-
methano-e-caprolactam
3-(S)-(N'-(cyclopentylacetyl)-L-alaniRyl)amino-1-benzyl-e-caprolactam

3-(S)-(N’-(cyclopentylacetyl)-L-phenylglycinyl)amino-1-benzyl-e-
caprolactam

3-(S)-(N ’-(cyclopropylacetyl)-L-phenylglyciﬁyl)ami -1-methyl-e-
caprolactam
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4-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)amino-7-benzyl-1 ,2,3,4-
trahydroisoquinolin-3-one

3-[N’-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-1-methyl-2-indolinone

3-[N’-(3,5-difluorophenylac L-alaninyl]lamino-1-methyl-4-phenyl-3,4-
trans-dihydrocarbostyril

3-[N’-(3,5-difluorophenylac cL-alaninyl}amino-1-methyl-4-phenyl-3,4-
cis-dihydrocarbostyril

3-[N’-(3,5-difluorophenylacetyl)-L-alaninyl]Jamino-4-phenyl-3,4-trans-
dihydrocarbostyril ' .

1-(N’-(3,5-difluorophenylacetyl)-L-alanjinyl)amino-3-methyl-1,3,4,5-
tetrahydro-2H-3-benzazepin-2-one

1-(S)-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)amino-3-ethyl-4'-fluoro-
1,3,4,5-tetrahydro-2H-3-benzazepin-2-one
3-(3,5-difluorophenylacetyl)amino-1-ethyl-5,5\dimethyl-1,3,4,5-tetrahydro-
2H-1-benzazepin-2-one

3-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)aminod.1,3,4,5-tetrahydro-2H-1-
benzazepin-2-one

3-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)amino-1-penzyl-1,3,4,5-
tetrahydro-2H-3-benzazepin-2-one

_ 3-(N'-(cyclopentylacetyl)amino-1-ethyl-5,5-dimethyl-1,%,4,5-tetrahydro-2H-

1-benzazepin-2-one
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-(S)-(N'-(3,5-difluorophenylacetyl)-L- alanmyl)ammo 1-methyl-1,3,4,5-
tétrahydro-2H-1-benzazepin-2-one

5-{N’-(3,5-difluoropheyylacetyl)-L-alaninyl}-amino-3,3-dimethyl-5,7-
dihydro-6H-benz[b]azepin-6-one

- 5-{N’-(3,5-difluoropheny -L-alaninyl}amino-3,3,7-trimethyl-5,7-

dihydro-6H-benz[b]azepin/§{one

5-{N’-[(S)-3,5-difluoromande{yl]-L-alaninyl}amino-3,3,7-trimethyl-5,7-
dihydro-6H—benz(b]azep_in-6-o e

1-(N’-(3,5-difluorophenylacetyl)}L-alaninyl)amino-5-phenyl-1,3,4,5-
tetrahydro-2H-3-benzazepin-2-on

3-(N’-(3,5-difluorophenylacetyl)-L\alaninyl)amino-1-ethyl-5,5-dimethyl-
1,3,4,5-tetrahydro-2H-1-benzazepiny2-one

5-(S)-[N’-(3,5-difluorophenylacetyl)-I\-alaninyl]amino-7-methyl-5,7-
dihydro-6H-dibenz[b,d]azepin-6-one

5-(S)-[N’-((S) and (R)-3,5-difluoropheny-a-hydroxyacetyl)-L-
alanjnyl]amino-7-methyl-5,7-dihydro-6H- ibenz[b,d]azepin-6-one

5-(S)-[N’-(3,5-difluorophenyl-a-ketoacetyl)\L-alaninylJamino-7-methyl-5,7-
dihydro-6H-dibenz[b,d]azepin-6-one

. 5-(S)-[N’-(3,5-difluorophenylacetyl)-L-valinyl ino-7-methyl-5,7-dihydro-
. 6H-dibenz[b,d]azepin-6-one

5-(S)-[N’-(3,5-difluorophenylacetyl)-L-terz-leucinyl]lamino-7-methyl-5,7-
dihydro-6H-dibenz[b,d]azepin-6-one
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5-(S)-[N’-((S)-3,5-difluorophenyl-a-hydroxyacetyl)-L-valinylJamino-7-
ethyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one

)-[N’-((S)-3,5-difluorophenyl-a-hydroxyacetyl)-L-tert-leucinylJamino-7-
1-5,7-dihydro-6H-dibenz[b,d]azepin-6-one

,5-difluorophenylacetyl)-L-alaninylJamino-7-(methoxyacetyl)-5,7-
H-dibenz{b,d]azepin-6-one

5-[N’-(3,5-difluorophenylacetyl)-L-alaninyl]amino-7-(morpholinylacetyl)-
5,7-dihydro-6H-dibeyz[b,d]azepin-6-one

5-(S)-(N"~((S)-(+)-2-
5,7-dihydro-6H-dibenz

droxy-3-methylbutyryl)-L-alaninyl)amino-7-methyl-
epin-6-one

5-[N’-cyclopentyl-a-hydr.
6H-dibenz([b,d]azepin-6-

cetyl)-L-valinyl]amino-7-methyl-5,7-dihydro-
5-(S)-(N’-((S) and (R)-3,3-dimethyl-2-hydroxybutyryl)-L-alaninyl)amino-7-
methyl-5,7-dihydro-6H-dibenz[b\d]azepin-6-one

5-[N’-cyclopentyl-a-hydroxyacety
dihydro-6H-dibenz[b,d]azepin-6-on

-L-tert-leucinyl]amino-7-methyl-5,7-
5-[N’-cyclopentyl-a-hydroxyacetyl)-LAalaninylJamino-7-methyl-5,7-dihydro-
6H-dibenz[b,d]azepin-6-one

5-[N’-(3,5-difluorophenylacetyl)-L-alaninyljamino-5,7-dihydro-6H,7H-
dibenz[b,d]azepin-6-one

5-[N’-(3,5-difluorophenylacetyl)-L-alaninyl]
dihydro-6H-dibenz[b,d]azepin-6-one

ino-7-(2-methylpropyl)-5,7-

5-[N’-(2-hydroxy-3-methylbutyryl)-L-valinyl]
6H-dibenz[b,d]azepin-6-one

ino-7-methyl-5,7-dihydro-
5-(S)-[N’-((S and R)-2-hydroxy-3,3-dimethylbuty

)-L-valinyljamino-7-

5-{N’-(4-phenyl-furazan-3-yl)alaninyl}-amino-7-meth
dibenz[b,d]azepin-6-one

-5,7-dihydro-6H-
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8-{N’-(3 ,5-difluorophenylacetyl)-L-alaninyl}amino-7-methyl-1,2,3,4,5,7-
hexahydro-6H-dicyclohexyl[b,d]azepin-6-one

H-dibenz[b,d]azepin-6-one

ifluorophenylacetyl)-L-alaninyl}amino-7-(2,2°,2°-
,7-dihydro-H-dibenz[b,d]azepin-6-one

5-{N’-(3,5-difludrophenylacetyl)-L-alaninyl}amino-7-cyclohexyl-5,7-
dihydro-6H-dibenk[b,d]azepin-6-one

5-{N’-[(S)-3,5-di §ely1]-L-alaninyl}amino- 10-fluoro-7-methyl-5,7-
dihydro-6H-dibenz[b, ;

5-{N’-[(S)-3,5-difluoromz ]-L-alaninyl}amino-7-cyclopropylmethyl-
5,7-dihydro-6H-dibenz[b in-6-one

5-{N’-[(S)-3,5-difluoromandelyl]-I\-alaninyl}amino-7-phenbutyl-5,7-
dihydro-6H-dibenz[b,d]azepin-6-one

5-{N’-[(S)-3,5-difluoromandelyl]-L-valinyl }amino-7-cyclopropylmethyl-5,7-
dihydro-6H-dibenz[b,d]}azepin-6-one

5-{N’-[(S)-3,5-difluoromandelyl]-L-valiry
6H-dibenz[b,d]azepin-6-one

1}amino-7-phenbutyl-5,7-dihydro-

5-{N’-[(S)-3,5-difluoromandelyl]-L-valinyl
dibenz[b,d]azepin-6-one

ino-7-hexyl-5,7-dihydro-6H-

5-{N’-[(S)-3,5-difluoromandelyl]-L-valinyl}amino-10-fluoro-7-methyl-5,7-
dihydro-6H-dibenz[b,d]azepin-6-one .

5-{N’-[(S)-3,5-difluoromandelyl]-L-valinyl }amino\13-fluoro-7-methyl-5,7-
- dihydro-6H-dibenz[b,d]azepin-6-one

5-{N’-[(S)-3,5-difluoromandelyl]-L-valinyl}amino-9-f}
dihydro-6H-dibenz[b,d]azepin-6-one

uoro-7-methyl-5,7-
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-(N’-(3,4-methylenedioxyphenylacetyl)-L- alamnyl)ammo -2,3-dihydro-1-
thyl-5-phenyl-1H-1,4-benzodiazepin-2-one

3-(N’-(4-ethoxyphe
phenyl-1H-1,4-benz

lacetyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-
iazepin-2-one ’

3-(N’-(3,5-difluorobenzoyl L-élaniny Damino-2,3-dihydro-1-methyl-5-
phenyl-1H-1,4-benzodi

3-(N’-(o-tolylacetyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-phenyl-1H-
1,4-benzodiazepin-2-one

3-(N’-(3,3-diphenylpropionyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-
phenyl-1H-1,4-benzodiazepin-2-one

3-(N’-(3-phenoxypropionyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-
phenyl-1H-1,4-benzodiazepin-2-one

3-(N’-(indole-3-acetyl)-L-alaninyl)amino-
1,4-benzodiazepin-2-one

,3-dihydro-1-methyl-5-phenyl-1H-
3-(N’-(4-(trifluoromethyl)phenylacetyl)-L-aldninyl)amino-2,3-dihydro-1-
methyl-5-phenyl-1H-1,4-benzodiazepin-2-on:

3-(N’-((4-methylphenoxy)acetyl)-L-alaninyl)

ino-2,3-dihydro-1-methyl-5-
phenyl-1H-1,4-benzodiazepin-2-one '

3-(N’-(4-(hydroxymethyl)phenoxyacetyl)-L-alanin¥l)amino-2,3-dihydro-1-

3-(N’-(2-phenoxyphenylacetyl)-L-alaninyl)amino-2,3-djhydro-1-methyl-5-
phenyl-1H-1,4-benzodiazepin-2-one
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3N ’—(3-phenoxyphenylacetyl)-L—alaninyl)amino-2,3—dihydrd- 1-methyl-5-
phényl-1H-1,4-benzodiazepin-2-one

3-(N’\(3,4-dichlorophenoxyacetyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-
5-phenyl-1H-1,4-benzodiazepin-2-one
3-(N’-(4-fluorophenoxyacetyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-
1,4-benzodiazepin-2-one

(S)-3-(N’-(2-phenoxybuty
phenyl-1H-1,4-benzodiaze

(S)-3-(N’-(3-methoxyphenioxyacetyl)-L-alaninyl)amino-2,3-dihydro-1-
methyl-5-phenyl-1H-1,4-benzodjazepin-2-one

(S)-3-(N’-(4-(trifluoromethyl)phelylacetyl)glycinyl)-L-alaninyl)amino-2,3-
dihydro-1-methyl-5-phenyl-1H-1,4\benzodiazepin-2-one

(S)-3-(N’-(4-butoxyphenylacetyl)-L-
phenyl-1H-1,4-benzodiazepin-2-one

aninyl)amino-2,3-dihydro-1-methyl-5-

(S)-3-(N’-(3-(2-methoxyphenyl)propiony})-L-alaninyl)amino-2,3-dihydro-1-
methyl-5-phenyl-1H-1,4-benzodiazepin-2\one

(S)-3-(N’-(4-fluorophenylacetyl)-L-alaninyRamino-2,3-dihydro-1-methyl-5-
phenyl-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(isopropoxylacetyl)-L-alaninyl)aming-2,3-dihydro-1-methyl-5-

phenyl-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(1-phenyl-1H-tetrazole-5-acetyl)-L-alanjjnyl)amino-2,3-dihydro-1-

(S)-3-(N’-(3-(3,4-methylenedioxyphenyl)propionyl)-L.-alaninyl)amino-2,3-
dihydro-1-methyl-5-phenyl-1H-1,4-benzodiazepin-2-
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(S)-3-(N’-(3-cyclopentylpropionyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-
-phenyl-1H-1,4-benzodiazepin-2-one

(S)\3-(N’-(2-cyclopentene-1-acetyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-
5-phenyl-1H-1,4-benzodiazepin-2-one

’-(2-chloro-6-fluorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-1-
-phenyl-1H-1,4-benzodiazepin-2-one

methyl-5-phenyl-1¥-1,4-benzodiazepin-2-one

(8)-3-(N’-(3,5-dimeth§}
methyl-5-phenyl- 1HFI\A

(S)-3-(N’-(4—chlor henylacetyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-
phenyl-1H-1,4-benzodiaz&pin-2-one

(S)-3-(N’-(3-chlorophenoxyacetyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-
5-phenyl-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(benzo[b]thiophene-3\acetyl)-L-alaninyl)amino-2,3-dihydro-1-
epin-2-one

(S)-3-(N’-(benzoylformyl)-L-alanik
1H-1 ,4-benzodiazepin-2-one

1)amino-2,3-dihydro-1-methyl-5-phenyl-
(S)-3-(N’-(3,5-dimethoxyphenylacetyl). L-alaninyl)amino-2,3-dihydro-1-
methyl-5-phenyl-1H-1,4-benzodiazepin

(S)-3-(N’-(2,5-dimethylphenylacetyl)-L-alani
methyl-5-phenyl-1H-1,4-benzodiazepin-2-

(S)-3-(N’-(2,6-difluorophenylacetyl)-L-alani
methyl-5-phenyl-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(2,4-difluorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-1-

(S)-3-(N’-(mesitylacetyl)-L-alaninyl)amino-2,3-dihy¥ro-1-methyl-5-phenyl-

1H-1,4-benzodiazepin-2-one
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)-3-(N’-(4-biphenylacetyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-35-
phenyl-1H-1,4-benzodiazepin-2-one

(S)-33(N’-(3,4-difluorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-1-
5 methy}XS -phenyl-1H-1,4-benzodiazepin-2-one

10 (S)-3-(N’-(3-benzoylpropionyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-
phenyl-1H-1,4benzodiazepin-2-one

£Ey
Laef

il (S)—3-(N’-(trans- hexenoyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-

il phenyl-1H-1,4-benxodiazepin-2-one

R 15

=§ (S)-3-(N’-(heptanoyl)\L-alaninyl)amino-2,3-dihydro-1-methyl-5-phenyl-1H-

- 1,4-benzodiazepin-2-o

:"" (S)-3-(N’-(3-(4-methylphenyl)propionyl)-L-alaninyl)amino-2,3-dihydro-1-

£ 20 methyl-5-phenyl-1H-1,4-begzodiazepin-2-one

N (S)-3-(N’~(3-(4-chlorophenyl)itgpionyl)-L-alaninyl)amino-2,3-dihydro-1-

e methyl-5-phenyl-1H-1,4-benfodiazepin-2-one

£

i 25 (S)-3-(N’-(3-phenylbutyryl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-
phenyl-1H-1,4-benzodiazepin-2-one
(S)-3-(N’-(4-(4-methoxyphenyl)butyryl)-L-alaninyl)amino-2,3-dihydro-1-
methyl-5-phenyl-1H-1,4-benzodiazepin2-one

30
(S)-3-(N’-(3-methoxycarbonylpropionyl)-I\-alaninyl)amino-2,3- dlhydro 1-
methyl-5-phenyl-1H-1,4-benzodiazepin-2-oxe
(S)-3-(N’-(4-phenylbutyryl)-L—alaninyl)amino ,3-dihydro-1-methyl-5-

35 phenyl-1H-1,4-benzodiazepin-2-one :
(S)-3-(N’-(3-(benzylthio)propionyl)-L-alaninyl)amjno-2,3-dihydro-1-methyl-
5-phenyl-1H-1,4-benzodiazepin-2-one

40 (S)-3-(N’-(3-methylpentanoyl)-L-alaninyl)amino-2,3-4ihydro- 1-methyl-5-
phenyl-1H-1,4-benzodiazepin-2-one
(S)-3-(N’-(6-methoxycarbonylheptanoyl)-L-alaninyl)aminp-2,3-dihydro-1-

-methyl-5-phenyl-1H-1,4-benzodiazepin-2-one

45

(S)-3-(N’-(2-indanylacetyl)-L-alaninyl)amino-2,3-dihydro-1
phenyl-1H-1,4-benzodiazepin-2-one

ethyl-5-
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S)-3-(N’-(4-methoxyphenylacetyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-
henyl-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(2-chlorophenoxyacetyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-

methyl-S-phén 1-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(4-tolylacetyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-phenyl-

1H-1,4-benzodiazapin-2-one

(S)-3-(N’-(2,6-diflucromandelyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-
phenyl-1H-1,4-benzodjazepin-2-one

(S)-3-(N’-(-(4-methoxyphenyl)propionyl)-L-alaninyl)amino-2,3-dihydro-1-
methyl-5-phenyl-1H-1,4- odiazepin-2-one

(S)-3-(N’-(3,5-difluoroph
methyl-5-phenyl-1H-1,4-

-L-alaninyl)amino-2,3-dihydro-1-
diazepin-2-one

(8)-3-(N’-(m-tolylacetyl)-L-ala
1H-1,4-benzodiazepin-2-one

yl)amino-2,3-dihydro-1-methyl-5-phenyl-

(S)-3-(N’-(3-fluorophenylacetyl)-L-
phenyl-1H-1,4-benzodiazepin-2-one

laninylyamino-2,3-dihydro-1-methyl-5-

(S)-3-(N’-(4-chlorophenoxyacetyl)-L-alaninyl)amino-2,3-dihydro-1- methyl-
5-phenyl-1H-1,4-benzodiazepin-2-one

ino-2,3-dihydro-1-methyl-5-
phenyl-1H-1,4-benzodiazepin-2-one
(S)-3-(N’-(3-chlorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-1 -methyFS—
phenyl-1H-1,4-benzodiazepin-2-one
(S)-3-(N’-(3-methylphenoxyacetyl)-L-alaninyl)arqino-2,3-dihydro-1-methyl-
5-phenyl-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(3,4-methylenedioxyphenylacetyl)-L-alanipyl)amino-2,3-dihydro-

(S)-3-(N’-(2-methoxyphenoxyacetyl)-L-alaninyl)amino-,3-dihydro-1-

methyl-5-phenyl-1H-1,4-benzodiazepin-2-one
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(S)-3-(N’-(4-isopropylphenoxyacetyl)-L-alaninyl)amino-2,3-dihydro-1-

nethyl-5-phenyl-1H-1,4-benzodiazepin-2-one

(S)3-(N’-(4-phenoxyphenylacetyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-
5-pheqyl-1H-1,4-benzodiazepin-2-one

-1,4-benzodiazepin-2-one

(S)-3-(N’-(o-tolylace
1H-1,4-benzodiazepi

1)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-phenyl-
-2-one

(S)-3-(N’-(3,3-diphenyljropionyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-
phenyl-1H-1,4-benzodiazgpi;

(S)-3-(N’-(indole-3-acetyl)-L-alaninyl)amino-2,3-dihydro- 1-methyl-5-phenyl-
1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(4-(trifluoromethyl)phenylacetyl)-L-alaninyl)amino-2,3-dihydro-1-
methyl-5-phenyl-1H-1,4-benzodiazepin-2-one

(8)-3-(N’-(3,5-bis(trifluoromethyl)phepylacetyl)-L-alaninyl)amino-2,3-
dihydro-1-methyl-5-phenyl-1H-1,4-bengodiazepin-2-one

(S)-3-(N’-(2-phenoxyphenylacetyl)-L-alani
5-phenyl-1H-1,4-benzodiazepin-2-one

yl)amino-2,3-dihydro-1-methyl-

(S)-3-(N’-(3-phenoxyphenylacetyl)-L-alanin)])amino-2,3-dihydro-1-methyl-
5-phenyl-1H-1,4-benzodiazepin-2-one
(S)-3-(N’-(4-fluorophenoxyacetyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-
phenyl-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(2,4-dichlorophenylacetyl)-L-alaninyl)amipo-2,3-dihydro-1-

(S)-3-(N’-((methylthio)acetyl)-L-alaninyl)amino-2,3-dif
phenyl-1H-1,4-benzodiazepin-2-one

dro-1-methyl-5-
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S)-3-(N’-(4-fluoromandelyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-
phenyl-1H-1,4-benzodiazepin-2-one

-(N’-(4-thionaphthenacetyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-
1-1H-1,4-benzodiazepin-2-one

’-(methoxyacetyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-phenyl-
nzodiazepin-2-one

(S)-3-(N’-(athoxyacetyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-phenyl-
1H-1,4-benzdiazepin-2-one

(S)-3-(N’-(3-ingolepropionyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-
phenyl-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(3-(2c orophenyl)propionyl)—L-alaninyl)amino—2 ,3-dihydro-1-
methyl-5-phenyl-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(butyryl)-LAalaninyl)amino-2,3-dihydro-1-methyl-5-phenyl-1H-
1,4-benzodiazepin-2-0

(S)-3-(N’-(hexanoyl)-
1,4-benzodiazepin-2-oge

)amino-2,3-dihydro-1-methyl-5-phenyl-1H-

(S)-3-(N’-(5-phenylpentanoyN-L-alaninyl)amino-2,3-dihydro-1-methyl-5-
phenyl-1H-1,4-benzodiazepin-R-one

(S)-3-(N’-(4-(2-thienyl)butyryl)-k-alaninyl)amino-2,3-dihydro- 1 -methyl-5-
phenyl-1H-1,4-benzodiazepin-2-oRe
(S)-3-(N’-(4-nitrophenoxyacetyl)-L- aninyl)amino-2,3-dihydro-1-methyl-5-
phenyl-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(3-(3-methoxyphenyl)propionyl)-L-alaninyl)amino-2,3-dihydro-1-
methyl-5-phenyl-1H-1,4-benzodiazepin-
(S)-3-(N’-(5-methylhexanoyl)-L-alaninyl)aqino-2,3-dihydro-1 -methyl-S -
phenyl-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(hydrocinnamyl)-L-alaninyl)amino-
1H-1,4-benzodiazepin-2-one

3-dihydro-1-methyl-5-phenyl-
(S)-3-(N’-(octanoyl)-L-alaninyl)amino-2,3-dihydrp-1-methyl-5-phenyl-1H-

(S)-3-(N’-(3-(3-hydroxyphenyl)propionyl)-L-alaninyjamino-2,3-dihydro-1-
methyl-5-phenyl-1H-1,4-benzodiazepin-2-one
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)-3-(N’-(3-(4-hydroxyphenyl)propionyl)-L-alaninyl)amino-2,3-dihydro-1-
mathyl-5-phenyl-1H-1,4-benzodiazepin-2-one

(S)-3%(N’-(3,4,5-trifluorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-1-
methyk.5-phenyl-1H-1,4-benzodiazepin-2-one

-(5-hydantoinacetyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-
-1,4-benzodiazepin-2-one

(S)-3-(N’-(cyclopentylacetyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-
phenyl-1H-1)-benzodiazepin-2-one '

(S)-3-(N’-(3-(trifluoromethyl)butyryl)-L-alaninyl)amino-2,3-dihydro-1-
methyl-5-phenylk1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(2-methxl-3-Benzofuranacetyl)-L-alaninyl)amino-2,3-dihydro-1-
methyl-5-phenyl-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(propionyl)\L-alaninyl)amino-2,3-dihydro-1-methyl-5-phenyl-1H-
1,4-benzodiazepin-2-0

= -alanjnyl)amiho-Z ,3-dihydro-1-methyl-5-
in-2-one

(S)-3-(N’-(cyclopropyl
phenyl-1H-1,4-benzodi

(S)-3-(N’-(3-methoxy yl)-L-alaninyl)amino-2,3-dihydro- I-methyl-5-
phenyl-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(5-(thienyl)pentanoyl-L-alaninyl)amino-2,3-dihydro-1-methyl-5-
phenyl-1H-1,4-benzodiazepin-2one

(S)-3-(N’-(3-(4-fluorophenyl)propjonyl)-L-alaninyl)amino-2,3-dihydro-1-
methyl-5-phenyl-1H-1,4-benzodiazgpin-2-one

(S)-3-(N’-(3-(4-fluorophenoxy)propionyl)-L-alaninyl)amino-2,3-dihydro-1-
methyl-5-phenyl-1H-1,4-benzodiazepi-2-one

(S)-3-(N’-(2-norbornaneacetyl)-L-alaniny1)amino-2,3-dihydro-1-methy1-5-
phenyl-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(2,3-difluoromandelyl)-L-alaniny)amino-2, 3-dihydro-1-methyl-5-
phenyl-1H-1,4-benzodiazepin-2-one

" (S)-3-(N’-(3-pentenoyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-phenyl-
- 1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(4-(2,4-dichlorophenoxy)butyryl)-L-alaninyl)amino-2, 3-dihydro-1-
methyl-5-phenyl-1H-1,4-benzodiazepin-2-one
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-3-(N’-(2.3-dichlorophenoxyacetyl)-L-alaninyl)amino-2,3-dihydro-1-
methyl-5-phenyl-1H-1,4-benzodiazepin-2-one

(S)-3\(N’-(3-(4-chlorobenzoyl)propionyl)-L-alaninyl)amino-2,3-dihydro-1-

methyN\5-phenyl-1H-1,4-benzodiazepin-2-one

(S)-3-(N '\ (2-fluorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-

(S)-3-(N’-(4-(hydroxymethyl)phenoxyacetyl)-L-alaninyl)amino-2,3-dihydro-
1-methyl-5-phenyl-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(2-fluoro-3-\trifluoromethyl)phenylacetyl)-L-alaninyl)amino-2,3-
dihydro-1-methyl-5-phényk 1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(2,4,6-trifluordphénylacetyl)-L-alaninyl)amino-2,3-dihydro-1-
methyl-5-phenyl-1H-1,4fBenzodiazepin-2-one

(S)-3-(N’-(4-fluoro-2-(triflupromethyl)phenylacetyl)-L-alaninyl)amino-2,3-
dihydro-1-methyl-5-phenyl- NH-1,4-benzodiazepin-2-one

(S)-3-(N’-(4,4,4-trifluorobutykyl)-L-alaninyl)amino-2, 3-dihydro-1-methyl-5-
phenyl-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(2-fluoro-4-(trifluoromethyl)phenylacetyl)-L-alaninyl)amino-2,3-
dihydro-1-methyl-5-phenyl-1H-1 ¥-benzodiazepin-2-one

(S)-3-(N’-(4-bromophenylacetyl)-I\alaninyl)amino-2,3-dihydro-1-methyl-5-
phenyl-1H-1,4- benzodlazepm -2-one

(S)-3- (N’-(3 (4-fluorobenzoyl)propionyl)- L-alamnyl)ammo-2 3-dihydro-1-
methyl-5-phenyl-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-((2-methylphenoxy)acetyl)-L-3laninyl)amino-2,3-dihydro-1-
methyl-5-phenyl-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(4-methoxyphenoxyacetyl)-L-aldpinyl)amino-2,3-dihydro-1-

. methyl-5-phenyl-1H-1,4-benzodiazepin-2-ope

(S)-3-(N’-(3-(phenylsulfonyl)propionyl)-L-algninyl)amino-2,3-dihydro-1-
methyl-5-phenyl-1H-1,4-benzodiazepin-2-one
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(S)-8-(N’-(2-methoxyphenylacetyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-
5-pheqyl-1H-1,4-benzodiazepin-2-one '

’-(2-bromophenylacetyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-
-1,4-benzodiazepin-2-one

(S)-3-(N’-(prisopropyl phenylacetyl)-L-alaninyl)amino-2,3-dihydro-1-
methyl-5-phenyl-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(4-pentenoyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-phenyl-
1H-1,4-benzodiaxepin-2-one

(S)-3-(N’-(4-hydroxyphenoxyacetyl)-L-alaninyl)amino-2,3-dihydro-1-
methyl-5-phenyl-1H\l',4-benzodiazepin-2-one

(S)-3-(N’-(4-oxopentanpyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-
phenyl-1H-1,4-benzodidgepin-2-one

(S)-3-(N’-(2-hydroxyphenylacetyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-
5-phenyl-1H-1,4-benzodiaz¢pin-2-one

(S)-3-(N’-(3,4-dimethoxyphe
methyl-5-phenyl-1H-1,4-be

1)-L-alaninyl)amino-2,3-dihydro-1-
epin-2-one

(S)-3-(N’-(3-(4-methoxybenXoyljpropionyl)-L-alaninyl)amino-2,3-dihydro-1-
methyl-5-phenyl-1H-1,4-benzodiagepin-2-one

(S)-3-(N’-(thiophene-3-acetyl)-L-al
phenyl-1H-1,4-benzodiazepin-2-one

inyl)amino-2,3-dihydro-1-methyl-5-

(S)-3-(N’-(6-phenylhexanoyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-
phenyl-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(isovaleryl)-L-alaninyl)amino-2\3-dihydro-1-methyl-5-phenyl-1H-
1,4-benzodiazepin-2-one

(S)-3-(N’-(2,3,5-trifluorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-1-

methyl-5-phenyl-1H-1,4-benzodiazepin-2-on

(S)-3-(N’-(2 ,4,5-triﬂuorophenylacetyl)-L-alani
methyl-5-phenyl-1H-1,4-benzodiazepin-2-one

l)amino-2,3-dihydro-1-

(S)-3-(N’-(1-adamantaneacetyl)-L-alaninyl)amino-3,3-dihydro-1-methyl-5-

(S)-3-(N’-(cyclohexanepentanoyl)-L-alaninyl)amino-2\3-dihydro-1 -methyl-S-

phenyl-1H-1,4-benzodiazepin-2-one
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y-3-(N’-(2-thiopheneacetyl)-L-phenylglycinyl)amino-2,3-dihydro-1-methyl-
5-phenyl-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(3-(trifluoromethyl)phenylacetyl)-L-phenylglycinyl)amino-2, 3-
dihydyo-1-methyl-5-phenyl-1H-1,4-benzodiazepin-2-one

" (S)-3-(N’-(3,5-difluorophenylacetyl)-L-phenylglycinyl)amino-2,3-dihydro-1-

methyl-S\phenyl-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(§-tolylacetyl)-L-phenylglycinyl)amino-2,3-dihydro-1-methyl-5-
phenyl-1H-1\4-benzodiazepin-2-one

(S)-3-(N’-(3-flyorophenylacetyl)-L-phenylglycinyl)amino-2,3-dihydro-1-
methyl-5-pheny)-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(3-bromopphenylacetyl)-L-phenylglycinyl)amino-2,3-dihydro-1-
methyl-5-phenyl-1N-1,4-benzodiazepin-2-one

(S)-3-(N’-(3-chlorophenylacetyl)-L-phenylglycinyl)amino-2,3-dihydro-1-
methyl-5-phenyl-1H-1 ¥-benzodiazepin-2-one

(S)-3-(N’-(3,4-methylen
dihydro-1-methyl-5-phe

idxyphenylacetyl)-L-phenylglycinyl)amino-2,3-
[H-1,4-benzodiazepin-2-one

tyl)-L-phenylglycinyl)amino-2,3-dihydro-1-

(S)-3-(N’-(phenoxyacetyl)-L-phenylglycinyl)amino-2,3-dihydro- 1-methyl-5-
phenyl-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(phenylacetyl)-L-phenylglycinyl)a
phenyl-1H-1,4-benzodiazepin-2-one

ino-2,3-dihydro-1-methyl-5-

(S)-3-(N’-(cyclohexylacetyl)-L-phenylglycinyl)agino-2,3-dihydro-1-methyl-

(S)-3-(N’-(2,5-difluorophenylacetyl)-L-phenylglycijyl)amino-2,3-dihydro-1-

methyl-5-phenyl-1H-1,4-benzodiazepin-2-one
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(S)-3-(N’—(benzo[b]thiophene-3-acetyl)-L-phenylglycinyl)amino—Z,3-dihydro—
-methyl-5-phenyl-1H-1,4-benzodiazepin-2-one

(Sk3-(N’-(benzoylformyl)-L-phenylglycinyl)amino-2 ,3-dihydro- 1-methyl-5-
1-1H-1,4-benzodiazepin-2-one

’-(2,6-difluorophenylacetyl)-L-phenylglycinyl)amino-2,3-dihydro-1-
methyl-5-phenyl-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(2,4-difluorophenylacetyl)-L-phenylglycinyl)amino-2,3-dihydro-1-
methyl-5-phéqgyl-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(3,4-difluorophenylacetyl)- L-phenylglycmyl)ammo-Z 3-dihydro-1-
methyl-5-phenyl\ H-1,4-benzodiazepin-2-one

(S)-3-(N’-(butyryl)
1H-1,4-benzodiazep

-phenylglycinyl)amino-2,3-dihydro-1-methyl-5-phenyl-
-2-one

(S)-3-(N’-(heptanoyl)-X-phenylglycinyl)amino-2,3-dihydro-1-methyl-5-
phenyl-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(4-(2-thienyl)b,
methyl-5-phenyl-1H-1,4-

1)-L-phenylglycinyl)amino-2,3-dihydro-1-
odiazepin-2-one

(S)-3-(N’-(5-methylhexanoyl)\L-phenylglycinyl)amino-2,3-dihydro-1-
methyl-5-phenyl-1H-1,4-benzoyiazepin-2-one

(S)-3-(N’-(hydrocinnamyl)-L-pheqylglycinyl)amino-2,3-dihydro-1-methyl-5-
phenyl-1H-1,4-benzodiazepin-2-0

(S)-3-(N’-(cyclopentylacetyl)-L-phenylglycinyl)amino-2,3-dihydro-1-methyl-
5-phenyl-1H-1,4-benzodiazepin-2-one
(S)-3-(N’-(propionyl)-L-phenylglycinyl)ymino-2,3-dihydro-1-methyl-5-
phenyl-1H-1,4-benzodiazepin-2-one

(S)-3-(N’-(3,4,5-trifluorophenylacetyl)-L-phenylglycinyl)amino-2,3-dihydro-
1-methyl-5-phenyl-1H-1,4-benzodiazepin-2-

(S)-3-(N’-(4-phenylbutyryl)-L-phenylglycinyl)
5-phenyl-1H-1,4-benzodiazepin-2-one

ino-2,3-dihydro-1-methyl-
3-(N’-(2-thiopheneacetyl)-L-alaninyl)amino-2,3-dy ydro-5-phenyl-1-(4,4,4-

3-(N’-(2-thiopheneacetyl)-L-alaninyl)amino-1-(2-oxo\2-phenylethyl)-2,3-
dihydro-5-phenyl-1H-1,4-benzodiazepin-2-one ’



F=§
Byt

e
u=§

..rs

£y
=.-:=,g

Laf

By

10

15

20

25

30

35

40

45

-- 837 --

3-(N’-(2-thiopheneacetyl)-L-alaninyl)amino-1-methyl- 2 3-dihydro-5-(2-
iazolyl)-1H-1,4-benzodiazepin-2-one

iopheneacetyl)-L-alaninyl)amino-5-(2-thienyl)-2,3-dihydro-1-
,4-benzodiazepin-2-one

3-(N’-(2-thiophenkgacetyl)-L-alaninyl)amino-7-bromo-5-(2-fluorophenyl)-2,3-
dihydro-1-methyl- NH-1,4-benzodiazepin-2-one

3-(N’-(2-thiopheneac tyl)-L—alahinyl)-amino-)-Z,4—dioxo-1 ,5-bis-(2,2-
dimethylpropyl)-2,3,4 \5-tetrahydro-1H-1,5-benzodiazepine

3-(N’-(3,5-difluorophe cetyl)-L-alaninyl)amino-2,3-dihydro-5-phenyl-1-

© (4,4,4-trifluorobutyl)-1 4-benzodiazepin-2-one

3-(N’-(3,5-difluoroph¢nylacetyl)-L-alaninyl)amino-1-(2-oxo-2-phenylethyl)-
2,3-dihydro-5-phenyl-1H-1,4-benzodiazepin-2-one

3-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)amino-1-methyl-2,3-dihydro-5-
(2-thiazolyl)-1H-1,4-benzodiazepin-2-one

3-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)amino-7-chloro-2,3-dihydro-1-
methyl-5-phenyl-1H-1,4-benzodiazepin-2-one

3-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)amino-7-chloro-5-(2-
chlorophenyl)-2,3-dihydro-1-methyl-1H- 4-benzodiazepin—2-one

3-(N’-(3, 5-d1ﬂuorophenylacetyl) L-alaninyl)amino-5-(2-thienyl)-2, 3-
dihydro-1-methyl-1H-1,4-benzodiazepin-2-0

3-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)am o-5l-cyclohcxyl-2,3-
dihydro-1-methyl-1H-1,4-benzodiazepin-2-one

3-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)amino-X-bromo-5-(2-

- fluorophenyl)-2,3-dihydro-1-methyl-1H-1,4-benzodidgepin-2-one

3-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)-amino-)-2 ¢-dioxo-1,5-bis-(2,2-
dimethylpropyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepige
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-(N’-(3-fluorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-5-phenyl-1-
(4 4,4-trifluorobutyl)-1H-1,4-benzodiazepin-2-one

3-(N’-(3-fluorop enylacetyl)-L-alaninyl)amino-7-chloro-5-(2-chloropheny1)-
2,3-dihydro-1-methyl-1H-1,4-benzodiazepin-2-one

3-(N’-(3-fluorophen lacetyl)-L-alaninyl)amino-5-(2-thienyl)-2,3-dihydro-1-
methyl- 1H-1,4-benzydiazepin-2-one

3-(N’-(3-fluorophenylacetyl)-L-alaninyl)amino-5-cyclohexyl-2, 3-dihydro-1-
methyl-1H-1,4-benzodiazepin-2-one

3-(1:1’ -(3-fluorophenylacety
2,3-dihydro-1-methyl-1H-1

-alaninyl)amino-7-bromo-5-(2-fluorophenyl)-
enzodiazepin-2-one

3-(N’-(methylthio)acetyl)-L-alaninyl)amin -1-methyl-2,3-dihydro-5-(2-
thiazolyl)-1H-1,4-benzodiazepin-2-one

3-(N’-(methylthio)acetyl)-L-alaninyl)amino-7-
5-phenyl-1H-1,4-benzodiazepin-2-one

hloro-2,3-dihydro-1-methyl-
3-(N’-(methylthio)acetyl)-L-alaninyl)amino-7-chl ro-5-(2-chlorophenyl)-2,3-
dihydro-1-methyl-1H-1,4-benzodiazepin-2-one

3-(N’-(methylthio)acetyl)-L-alaninyl)amino-5-(2-thiepyl)-2,3-dihydro-1-

3-(N ’-(methylthio)acetyl)—L-alaninyl)amino-S-cyclohex
methyl-1H-1,4-benzodiazepin-2-one

-2,3-dihydro-1-
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dimethylpropyl)-2,3,4,5-tetrahydro-1

" phenyl-1H-1,4-benzodiazepin-2-one

- 839 —-

(N "-(methylthio)acetyl)-L-alaninyl)amino-7-bromo-5-(2-fluorophenyl)-2,3-
diRydro-1-methyl-1H-1,4-benzodiazepin-2-one

3-(N’-(phenylacetyl)-L-alaninyl)amino-2,3-dihydro-5-phenyl-1-(4,4,4-
trifluorobutyl)-1H-1,4-benzodiazepin-2-one

3-(N’-(phenylacetyl)-L-alaninyl)amino- 1-(2-0xo-2-phenylethyl)-2, 3-dihydro-
5-phenyl-1H-I\4-benzodiazepin-2-one

3-(N’-(phenylace¥yl)-L-alaninyl)amino- 1-methyl-2, 3-dihydro-5-(2-thiazolyl)-
1H-1,4-benzodiazépin-2-one

3-(N’-(phenylacetyl) -alaninyl)amino-7-chloro-2,3-dihydro-1-methyl-5-
phenyl-1H-1,4-benzodjazepin-2-one

3-(N’-(phenylacetyl)-L-afa
dihydro-1-methyl-1H-1,4

yl)amino-7-chloro-5-(2-chlorophenyl)-2,3-
odiazepin-2-one

.3-(N’-(phenylacetyl)-L-
1H-1,4-benzodiazepin-2fon

yl)amino-5-(2-thienyl)-2,3-dihydro-1-methyl-

3-(N’-(phenylacetyl)-L-alaninyl
1H-1,4-benzodiazepin-2-one

ino-5-cyclohexyl-2,3-dihydro-1-methyl-

3-(N’-(phenylacetyl)-L-alaninyl)am§no-7-bromo-5-(2-fluorophenyl)-2, 3-
dihydro-1-methyl-1H-1,4-benzodiazkpin-2-one
3-(N’-(phenylacetyl)-L-alaninyl)-aminy-)2,4-dioxo-1,5-bis-(2,2-
1,5-benzodiazepine

3-(N° -(benzoylformyl)—L-alarﬁny1)amino ,3-dihydro-5-phenyl-1-(4,4,4-
trifluorobutyl)-1H-1,4-benzodiazepin-2-o '

3-(N’-(berizoylformyl)-L-alaninyl)amino-1- ~-0x0-2-phenylethyl)-2,3-

dihydro-5-phenyl-1H-1,4-benzodiazepin-2-o

3-(N’-(benzoylformyl)-L-alaninyl)amino-1-methyl-2,3-dihydro-5-(2-
thiazolyl)-1H-1,4-benzodiazepin-2-one

3-(N’-(benzoylformyl)-L-alaninyl)amino-7-chloro- ,3-dihydro-1-methyl-5-

3-(N’-(benzoylforfny1)-L—alaninyl)amino—7-chloro-5-(2
dihydro-1 -me;hyl—lH— 1,4-benzodiazepin-2-one

chlorophenyl)-2,3-
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- dihydro-5-phenyl-1H-1,4-benzodiazepin-2-one

-- 840 --
3-(N’- (benzoylformyl) -L-alaninyl)amino-5-(2-thienyl)-2,3-dihydro-1- methyl-
H-1,4-benzodiazepin-2-one

’-(benzoylformyl)-L-alaninyl)amino-5-cyclohexyl-2,3-dihydro-1-methyl-
4-benzodiazepin-2-one

enzoylformyl)-L-alaninyl)amino-7-bromo-5-(2-fluorophenyi)-2,3-
dihydroil-methyl-1H-1,4-benzodiazepin-2-one

3-(N’-(bengoylformyl)-L-alaninyl)-amino-)-2,4-dioxo-1 ,5-bis-(2,2-
dimethylpropyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-(N’-(butyry
trifluorobutyl)-

-L-alaninyl)amino-2,3-dihydro-5-phenyl-1-(4,4,4-
-1,4-benzodiazepin-2-one

3-(N’-(butyryl)-L-alaninyl)amino-1-(2-oxo-2-phenylethyl)-2 3-d1hydro-5-
phenyl-1H-1,4-benzgdiazepin-2-one

3-(N’-(butyryl)-L-ala
1,4-benzodiazepin-2-on

yl)amino-1-methyl-2,3-dihydro-5-(2-thiazolyl)-1H-

3-(N’-(butyryl)-L-alanin
1H-1,4-benzodiazepin-

ino-7-chloro-2,3-dihydro-1-methyl-5-phenyl-
3-(N’-(butyryl)-L-alan;j ino-7-chloro-5-(2-chlorophenyl)-2,3-dihydro-
1-methyl-1H-1,4-benzddiazepin-2-one

3-(N’-(butyryl)-L-alaninyl)aminog5-(2-thienyl)-2,3-dihydro-1-methyl-1H-
1,4-benzodiazepin-2-one

3-(N’-(butyryl)-L-alaninyl)amino-5-
1,4-benzodiazepin-2-one

clohexyl-2,3-dihydro-1-methyl-1H-

3-(N’-(butyryl)-L-alaninyl)amino-7-bro
methyl-1H-1,4-benzodiazepin-2-one

-5-(2-fluorophenyl)-2,3-dihydro-1-

3-(N’-(butyryl)-L-alaninyl)-amino-)-2,4-diox9Q-1,5-bis-(2,2-dimethylpropyl)-

2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-(N’-(4-(2-thienyl)butyryl)-L-alaninyl)amino-2,
(4,4 ,4-trifluorobutyl)-1H-1,4-benzodiazepin-2-on

-dihydro-5-phenyl-1-

3-(N’-(4-(2-thienyl)butyryl)-L-alaninyl)amino-1-(2-oxo-2-phenylethyl)-2,3-

3-(N’-(4-(2-thienyl)butyryl)-L-alaninyl)amino-1-methyi-
thiazolyl)-1H-1,4-benzodiazepin-2-one
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- dimethylpropyl)-2,3,4,5-tetrahydro-1H-1,

- 841 --
3N’-(4-(2-thienyl)butyryl)-L-alaninyl)amino-7-chloro-2,3-dihydro-1-
methyl-5-phenyl-1H-1,4-benzodiazepin-2-one

3-(N -(4-(2-thienyl)butyryl)-L-alaninyl)amino-7-chloro-5-(2-chlorophenyl)-
2,3-dijydro-1-methyl-1H-1,4-benzodiazepin-2-one

3-(N’-(4\(2-thienyl)butyryl)-L-alaninyl)amino-5-(2-thienyl)-2,3-dihydro-1-
-1,4-benzodiazepin-2-one

3-(N’-(4-(2-
methyl-1H-1)

ienyl)butyryl)-L-alaninyl)amino-5-cyclohexyl-2,3-dihydro-1-
-benzodiazepin-2-one

3-(N’-(4-(2-thienyl)butyryl)-L-alaninyl)amino-7-bromo-5-(2-fluorophenyl)-
2,3-dihydro-1- ithyl- 1H-1,4-benzodiazepin-2-one

3-(N’-(4-(2- thlenyl)butyryl) -L-alaninyl)-amino-)-2,4-dioxo-1,5-bis-(2,2-
dimethylpropyl)-2, 3 4 5-tetrahydro-1H 1,5-benzodiazepine

3-(N’-(cyclopentylac
trifluorobutyl)-1H-1,

-L-alamnyl)ammo 2,3-dihydro-5- phenyl 1-(4,4,4-
1azepm-2 one

3-(N’-(cyclopentyla 1) -L-alaninyl)amino-1-(2-0x0-2-phenylethyl)-2,3-
dihydro-5-phenyl-1H-1 4 -benzodiazepin-2-one

3-(N’-(cyclopentylacetyl)- I(, alaninyl)amino-1-methyl-2,3-dihydro-5-(2-
thiazolyl)-1H-1,4-benzodiazepin-2-one

3-(N’-(cyclopentylacetyl)-L-alaninyl)amino-7-chloro-2,3-dihydro-1-methyl-
5-phenyl-1H-1,4-benzodiazepin-2-one

3-(N’-(cyclopentylacetyl)-L- alamnyl)arnmo—7-chloro—5 -(2-chlorophenyl)-2,3-
dihydro-1-methyl-1H-1 4-benzodxazep1n-2-one

3-(N’-(cyclopentylacetyl)-L- alamnyl)ammo 5-(2-thienyl)-2,3-dihydro-1-
methyl-1H-1,4-benzodiazepin-2-one

3-(N’-(cyclopentylacetyl)-L-alaninyl)amino-5-cyclohexyl-2,3-dihydro-1-
methyl-1H-1,4-benzodiazepin-2-one

3-(N’ -(cyclopentylacetyl)—L-alaninyl)ar{xino-7-bromo-5-(2-ﬂuorophenyi)-2 ,3-
dihydro-1-methyl-1H-1,4-benzodiazepin-2-one

3-( N’-(cyclopentylacetyl)-L-alaninyl)-amino-)-2,4-dioxo-1,5-bis-(2,2-

-benzodiazepine

3-(N’-(3-(trifluoromethy!)butyryl)-L-alanin {)amino-z ,3-dihydro-5-phenyl-1-
(4,4,4-trifluorobutyl)-1H-1,4-benzodiazepin-2-one
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- - methyl-1H-1,4-benzodiazepin-2-one

'\ , -- 842 --

3-(N’-(3-(triﬂuoromethyl)butyryl)—L-alaninyl)amino- 1-(2-0x0-2-
phenylethyl)-2,3-dihydro-5-phenyl-1H-1,4-benzodiazepin-2-one

3-(N’-(3-(trifluoromethyl)butyryl)-L-alaninyl)amino-1-methyl-2,3-dihydro-5-
(2-thiazolyl)-1H-1,4-benzodiazepin-2-one

3-(N’-(3-(tiifluoromethyl)butyryl)-L-alaninyl)amino-7-chloro-2,3-dihydro-1-
methyl-5-phgnyl-1H-1,4-benzodiazepin-2-one

3-(N’-(3-(trifljoromethyl)butyryl)-L-alaninyl)amino-7-chloro-5-(2-
chlorophenyl)-2,3-dihydro-1-methyl-1H-1,4-benzodiazepin-2-one

3-(N’-(3-(trifluorgmethyl)butyryl)-L-alaninyl)amino-5-(2-thienyl)-2,3-
dihydro-1-methyl-{H-1,4-benzodiazepin-2-one

3-(N’-(3-(trifluoromethyl)butyryl)-L-alaninyl)amino-5-cyclohexyl-2, 3-
dihydro-1-methyl-1H4l ,4-benzodiazepin-2-one

3-(N’-(3-(trifluorometh l)butyryl) L-alaninyl)amino-7-bromo-5-(2-
fluorophenyl)-2,3-dihyd 0-1- -methyl-1H-1,4-benzodiazepin-2-one

3-(N’-(3-(trifluoromethy
(2,2-dimethylpropyl)-2,314

I)-L-alaninyl)-amino-)2,4-dioxo-1,5-bis-
-tetrahydro-1H-1,5-benzodiazepine

3-(N’-(4,4,4-trifluorobutyry -\L-alaninyl)amino-Z,3-dihydro-5—phenyl-1-
(4,4 ,4-trifluorobutyl)-1H-1,4-%benzodiazepin-2-one

3-(N’-(4,4,4-trifluorobutyryl)-L) \alaninyl)amino- 1-(2-oxo0-2-phenylethyl)-2,3-
dihydro-5-phenyl-1H-1,4-benzodjazepin-2-one
3-(N’-(4,4,4-trifluorobutyryl)-L-aljninyl)amino- 1-methyl-2,3-dihydro-5-(2-
thiazolyl)-1H-1,4-benzodiazepin-2-

3-(N’-(4,4 ,4-trifluorobutyryl)-L-alanikyl)amino-7-chloro-2,3-dihydro-1-
methyl-5-phenyl-1H-1,4-benzodiazepi

3-(N’-(4,4,4-trifluorobutyryl)-L-alaninyl amino-?-chloro-S-(2¥chlorophenyl)-
2,3-dihydro-1-methyl-1H-1,4-benzodiazepin-2-one

3-(N’-(4,4,4-trifluorobutyryl)-L-alaninyl)
methyl-1H-1,4-benzodiazepin-2-one

ino-5-(2-thienyl)-2,3-dihydro-1-
3-(N’-(4,4,4-trifluorobutyryl)-L-alaninyl)aming-5-cyclohexyl-2,3-dihydro-1-

3-(N’-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-J;bromo-5-(2-fluorophenyl)-
2,3-dihydro-1-methyl-1H-1,4-benzodiazepin-2-on
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- chlorophenyl)-2,3-dihydro-1-methyl-1H-1,4-

®

- 843 -

3\(N’-(4,4,4-trifluorobutyryl)-L-alaninyi)-amino-)-2,4-dioxo-1,5-bis-(2,2-
ethylpropyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-(N'\(isovaleryl)-L-alaninyl)amino-2,3-dihydro-5-phenyl-1-(4,4,4-
trifluokobutyl)-1H-1,4-benzodiazepin-2-one

3-(N’-(isgvaleryl)-L-alaninyl)amino-1 -(2-oxo-2-phenylethyl)-2,3-dihydro-5-
3-(N’-(isovaleryl)-L-alaninyl)amino-1-methyl-2 ,3-dihydro-5-(2-thiazolyl)-
1H-1,4-benzgdiazepin-2-one

1)-L-alaninyl)amino-7-chloro-2,3-dihydro-1-methyl-5-
enzodiazepin-2-one

3-(N’-(isovaleryl)-L- laninyl)amino-5-(2-thienyl)-2,3-dihydro-1-methyl-1H-
1,4-benzodiazepin-2-ope

3-(N’-(isovaleryl)-L-alanj
1,4-benzodiazepin-2-on

yl)amino-5-cyclohexyl-2,3-dihydro-1-methyl-1H-
3-(N’-(isovaleryl)-L-alanir Damino-7-bromo-5-(2-fluorophenyl)-2,3-
dihydro-1-methyl-1H-1,4-bépzodiazepin-2-one

3-(N’-(isovaleryl)-L-alaninyl) ino-)-2,4-dioxo-1,5-bis-(2,2-
dimethylpropyl)-2,3,4,5-tetrah¥dro-1H-1,5-benzodiazepine

3-(N’-(L-alpha-hydroxyisocaproy)-L-alaninyl)amino-2, 3-dihydro-5-phenyl-
1-(4,4,4-trifluorobutyl)-1H-1,4-bepzodiazepin-2-one

3-(N’-(L-alpha-hydroxyisocaproyl)-k -alaninyl)amino-1-(2-oxo0-2-
phenylethyl)-2,3-dihydro-5-phenyl-1H-1,4-benzodiazepin-2-one

3-(N’-(L-alpha-hydroxyisocaproyl)-L-a aninyl)amino-1-methyl-2,3-dihydro-
5-(2-thiazolyl)-1H-1,4-benzodiazepin-2-

3-(N’-(L-alpha-hydroxyisocaproyl)-L-alanjnyl)amino-7-chloro-2,3-dihydro-
1-methyl-5-phenyl-1H-1,4-benzodiazepin-2-one

3-(N ’-(L—alphafhydroxyisocaproyl)-L—alanin I)amino-7-chloro-5-(2-
enzodiazepin-2-one

3-(N ’—(L-alpha-hydroxyisocaproy1)-L-a1aninyl)
dihydro-1-methyl-1H-1,4-benzodiazepin-2-one

ino-5-(2-thienyl)-2,3-



10

15

20

25

30

35

40

45

" (2-cyclohexylethyl)-1H-1,4-benzodiazepin-2-one

-- 844 --

(N’-(L-alpha-hydroxyisocaproyl)-L-alaninyl)amino-5-cyclohexyl-2,3-~
diRydro-1-methyl-1H-1,4-benzodiazepin-2-one

3-(N'\(L-alpha-hydroxyisocaproyl)-L-alaninyl)amino-7-bromo-5-(2-
fluorophenyl)-2,3-dihydro-1-methyl-1H-1,4-benzodiazepin-2-one

lpha-hydroxyisocéproyl)-L-alaninyl)-amino—)-2 ,4-dioxo-1,5-bis-
Ipropyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-(N’-(L-
(2,2-dime

3-(N'-(L-(+) andelyl)-L-alaninyl)amino-2,3-dihydro-5-phenyl-1-(4,4,4-
trifluorobutyl)\l H-1,4-benzodiazepin-2-one

3-(N’-(L-(+)-maxdelyl)-L-alaninyl)amino-1-(2-oxo-2-phenylethyl)-2,3-
dihydro-5-phenyl-1H-1,4-benzodiazepin-2-one

3-(N’-(L-(+)-mandelyl)-L-alaninyl)amino-1-methyl-2,3-dihydro-5-(2-
thiazolyl)-1H-1,4-benxodiazepin-2-one

3-(N’-(L-(+)-mandelyl)
phenyl-1H-1,4-benzodi

laninyl)amino-7-chloro-2,3-dihydro-1-methyl-5-
n-2-one

3-(N’-(L-(+)-mandelyl)
dihydro-1-methyl-1H-1,

-alaninyl)amino-7-chloro-5-(2-chlorophenyl)-2,3-
-benzodiazepin-2-one

3-(N’-(L-(+)-mandelyl)-L-ala
methyl-1H-1,4-benzodiazepin-2-

yl)amino-5-(2-thienyl)-2,3-dihydro-1-
ne

3-(N’-(L-(+)-mandelyl)-L-alaninyl)amino-5-cyclohexyl-2,3-dihydro-1-
methyl-1H-1,4-benzodiazepin-2-on

3-(N’-(L-(+)-mandelyl)-L-alaninyl) ino-7-bromo-5-(2-fluorophenyl)-2 ,3—'
dihydro-1-methyl-1H-1,4-benzodiazepin-2-one ’

3-(N’-(3,5-difluorophenylacetyl)-L-ala
(3-fluorobenzyl)-1H-1,4-benzodiazepin-

yl)amino-5-phenyl-2,3-dihydro-1-
one

3-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2, 3-dihydro-1-
(benzyl)-1H-1,4-benzodiazepin-2-one

3-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)argino-5-phenyl-2, 3-dihydro-1-
(4-rerr-butylbenzyl)-1H-1,4-benzodiazepin-2-on

3-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)amin®-5-phenyl-2,3-dihydro-1-

3-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5\phenyl-2, 3-dihydro-1-
(3,3-dimethylbutyl)-1H-1,4-benzodiazepin-2-one
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- (2-methylbutyl)-1H-1,4-benzodiazepin-2-one

-- 845 --

3-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-1-
(1-methoxycarbonyl-1-phenylmethyl)-1H-1,4-benzodiazepin-2-one

3-(N’-(3,5-difl
(2-ethylbutyl)-1

rophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-1-
-1,4-benzodiazepin-2-one

3-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-1-
(cyclohexylmethyl)\ H-1,4-benzodiazepin-2-one

3-(N’-(3,5-difluorophgnylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-1-
(2-phenylethyl)-1H-1,4benzodiazepin-2-one

3-(N’-(3,5-difluoropheny{acetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-1-
(3-phenylpropyl)-1H-1,4-benzodiazepin-2-one

3-(N’-(3,5-difluorophenylac
(2-(N-phthalimidyl)ethyl)-1

)-L-alaninyl)amino-5-phenyl-2,3-dihydro-1-
,4-benzodiazepin-2-one

3-(N’-(3,5-difluorophenylace
(2-biphenylmethyl)-1H-1,4-

-L-alaninyl)amino-5-phenyl-2,3-dihydro-1-
emzodiazepin-2-one

3-(N’-(3,5-difluorophenylacetyl)-{L-alaninyl)amino-5-phenyl-2,3- dlhydro-l-
((2- tetrahydrofuranyl)methyl) 1H-1,4-benzodiazepin-2-one

3-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-1-
(2-(1,4-benzodioxanyl)methyl)-1H-1}4-benzodiazepin-2-one

inyl)amino-5-phenyl-2,3-dihydro-1-
-1,4-benzodiazepin-2-one

3-(N’-(3,5-difluorophenylacetyl)-L-al
(3-(5-chlorobenzo(b] thienyl)methyl)-1

3-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-1-
(3,3-dimethyl-2-oxo-propyl)-1H-1,4-benzodiazepin-2-one

3-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-pheny!-2,3-dihydro-1-
(5-benzofurazanylmethyl)-1H-1,4-benzodiazgpin-2-one

3-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)
(3-phenoxypropyl)-1H-1,4-benzodiazepin-2-on

ino-5-phenyl-2,3-dihydro-1-

3-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-1-
(6-(2-trifluoromethylquinolinyl)methyl)-1H-1,4-benzodiazepin-2-one

3-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)aminoi5-phenyl-2,3-dihydro-1-

3-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-ghenyl-2,3-dihydro-1-
(ethyl)-1H-1,4-benzodiazepin-2-one
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«(N’-(3 ,S-diﬂuorophenylacetyl)—L-alaninyl)amino-S-phenyl-2 ,3-dihydro-1-
(3\pyridylmethyl)-1H-1,4-benzodiazepin-2-one

-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-1-
-2-(N-indolinyl)ethyl)-1H-1,4-benzodiazepin-2-one

laninyl)amino-5-phenyl-2 3-d1hydro 1-(3,3-

3-(N’° (cyclopentylacetyl)\
diazepin-2-one

dimethylbutyl)-1H-1,4-b

laninyl)amino-5-phenyl-2,3-dihydro-1-
(isopropyl)-1H-1,4-benzodiazepin-2-one

3-(N’-(cyclopentylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-1-(1-
methoxycarbonyl-1-phenylmethy{)-1H-1,4-benzodiazepin-2-one

3-(N’-(cyclopentylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-1-(2-
ethylbutyl)-1H-1,4-benzodiazepin-2\one

3-(N’-(cyclopentylacetyl)-L-alaninyl)
(cyclohexylmethyl)-1H-1,4-benzodiaz

ino-5-phenyl-2,3-dihydro-1-
in-2-one

3-(N’-(cyclopentylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-1-(2-
phenylethyl)-1H-1,4-benzodiazepin-2-one

3-(N’-(cyclopentylacetyl)-L-alaninyl)amino-$-phenyl-2,3-dihydro-1-(3-
phenylpropyl)-1H-1,4-benzodiazepin-2-one

3-(N’-(cyclopentylacetyl)-L-alaninyl)amino-5-phenyl-2, 3-dihydro-1-(2-(N-

- phthalimidyl)ethyl)-1H-1,4-benzodiazepin-2-one

3-(N’-(cyclopentylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-1-(2-
biphenylmethyl)-1H-1,4-benzodiazepin-2-one
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- (3,3-dimethylbutyl)-1H-1,4-benzodiazepin-2-one

- 847 --

c(N’-(cyclopentylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-1-(3-(5-
chiorobenzo[b] thienyl)methyl)-1H-1,4-benzodiazepin-2-one

3-(N’-(cyclopentylacetyl)-L‘alaninyl)amino-5-phenyl-2,3-dihydro-1-(4-(3, 5-
dimethylisoxazolyl)methyl)-1H-1,4.benzodiazepin-2-one

3-(N’-(cyclopentylacetyl)-L-alaninyl)amino-5-phenyl-2, 3- -dihydro-1-(propyl)-
1H-1,4-benzodiazepin-2-one

3-(N’-(cyclopentylacetyl)-L-alaninyl)aminho-5-phenyl-2,3-dihydro-1-(2-
methoxyethyl)-1H-1,4-benzodiazepin-2-on

3-(N’-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-1-
(benzyl)-1H-1,4-benzodiazepin-2-one

3-(N’-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-~5-phenyl-2,3-dihydro-1-(4-
tert-butylbenzyl)-1H-1,4-benzodiazepin-2-one

3-(N’-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl-2, 3-dihydro-1-(2-
cyclohexylethyl)-1H-1,4-benzodiazepin-2-one

3-(N’-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phen 1-2,3-dihydro-1-

3-(N’-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl-

,3-dihydro-1-
(isopropyl)-1H-1,4-benzodiazepin-2-one
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“(propyl)-1H-1,4-benzodiazepin-2-one

-- 848 --
-(N’-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-1-(1-
ethoxycarbony!-1-phenylmethyl)-1H-1,4-benzodiazepin-2-one

’-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-1-(2-
hutyl)-1H-1,4-benzodiazepin-2-one

3-(N’-(4,4,4\trifluorobutyryl)-L-alaninyl)amino-S-phenyl-2,3-dihydro-1-(3-
phenylpropyl)x1H-1,4-benzodiazepin-2-one

" 3-(N’-(4,4,4-triffuorobutyryl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-1-(2-

biphenylmethyl)- NH-1,4-benzodiazepin-2-one

3-(N’-(4,4,4-trifluorpbutyryl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-1-(3-
(5-chlorobenzo[b] thignyl)methyl)-1H-1,4-benzodiazepin-2-one

3-(N’-(4,4 ,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-1-
(3,3-dimethyl-2-oxo-butyl)-1H-1,4-benzodiazepin-2-one

3-(N’-(4,4,4-trifluorobutyrs A
benzofurazanylmethyl)-1H-T¥¢

3-(N’-(4,4,4-trifluorobutyryl)-I\alaninyl)amino-5-phenyl-2,3-dihydro-1-(3-
phenoxypropyl)-1H-1,4-benzodiagepin-2-one

3-(N’-(4,4,4-triﬂuorobutyryl)-L—ala Rinyl)amino-5-phenyl-2,3-dihydro-1-(6-
(2-trifluoromethylquinolinyl)methyl)\l H-1,4-benzodiazepin-2-one

3-(N’-(4,4,4-trifluorobutyryl)-L-alanin\\)amino-5-phenyl-2,3-dihydro-1-
(cyclopropylmethyl)-1H-1,4-benzodiazepin-2-one

3-(N’-(4,4,4-trifluorobutyryl)-L-alaninyl)a
methylbutyl)-1H-1,4-benzodiazepin-2-one

ino-5-phenyl-2,3-dihydro-1-(2-

3-(N’-(4,4,4-trifluorobutyryl)- L—alamnyl)armn
(ethyl)- lH 1,4-benzodiazepin-2-one

-5-phenyl-2,3-dihydro-1-

3-(N’-(4 ,4,4—tn’ﬂuorobutyryl)—L—alaninyl)amino—S- Rhenyl-2,3-dihydro-1-(4-
(3,5-dimethylisoxazolyl)methyl)-1H-1,4-benzodiazeRin-2-one
3-(N’-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyli-2,3-dihydro-1-

3-(N’-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl-2\3-dihydro-1-(2-
methoxyethyl)-1H-1,4-benzodiazepin-2-one
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" (2-pyridyl)-1H-1,4-benzodiazepin-2-one
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-( N’-(L-(+)-mandelyl)-L-alaninyl)-amino-)-2,4-dioxo-1,5-bis-(2,2-
ethylpropyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

(S)-3-(N’-(N-pyrrolidinylacetyl)-L-alaninyl)amino-2,3-dihydro- 1-methyl-5-
pheny-1H-1,4-benzodiazepin-2-one

3-(N’-(2 chlorophenoxyacetyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-
1,4-benzodiazepin-2-one

3-(N’-(2-thiogheneacetyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-phenyl
1H-1,4-benzodiazepin-2-one

3-(N’-(3-(trifluor
methyl-5-phenyl -1

ethyl)phenylacetic)-L-alaninyl)amino-2,3-dihydro-1-
-1,4-benzodiazepin-2-one

3-(N’-(4-tolylacetyl)-Ix\alaninyl)amino-2,3-dihydro-1-methyl-5-phenyl -1H-
1,4-benzodiazepin-2-on

3-(N’-(3-(4-methoxyphenyRprop jonyl)-L-alaninyl)amino-2,3-dihydro-1-
methyl-5-phenyl-1H-1,4-bengzodfdxepin-2-one

3-(N’-(3,5 -diﬂuorophenylace
phenyl-1H-1,4-benzodiazepin

-alaninyl)amino-2,3-dihydro- 1-methyl-5-
e

3-(N’-(m-tolylacetyl)-L-alarinyl)amjno-2,3-dihydro- 1-methyl-5-phenyl-1H-
1,4-benzodiazepin-2-one

3-(N’-(3-fluorophenylacetyl)-L-alaninyNamino-2,3-dihydro- 1-methyl-5-
phenyl-1H-1,4-benzodiazepin-2-one

3-(N’-(3-bromophenylacetyl)-L-alaninyl)
phenyl-1H-1,4-benzodiazepin-2-one

ino-2,3-dihydro-1-methyl-5-

3-(N’-(4-chlorophenoxyacetyl)-L-alaninyl)aminp-2,3-dihydro-1-methyl-5-

phenyl-1H-1,4-benzodiazepin-2-one

3-(N’-(2-naphthylacetyl)-L-alaninyl)amino-2,3-dihydro-1-methyl-5-phenyl-
1H-1,4-benzodiazepin-2-one

3-(N’-(3-methylphenoxyacetyl)-L-alaninyl)amino-2,3-\{ihydro-1-methyl-5-
phenyl-1H-1 ,4-benzodiazepin-2-one

3-[(N’-(4-methoxyphenylacetyl)-L-alaninyl)amino]-2,3-dihydro-1-methyl-5-

3-[(N’-(2-thiopheneacetyl)-L-alaninyl)amino]-2,3-dihydro-1-
pyridyl)-1H-1,4-benzodiazepin-2-one

ethyl-5-(2-
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" pyridyl)-1H-1,4-benzodiazepin-2-one

-~ 850 -

-[(N’-(3,5-difluorophenylacetyl)-L-alaninyl)amino]}-2,3-dihydro-1-methyl-
5)\(2-pyridyl)-1H-1,4-benzodiazepin-2-one

Xxyphenylacetyl)-L-alaninyl)amino}-2,3-dihydro-1-methyl-5-(2-
-benzodiazepin-2-one

3-[(N’-(cyclohexylacetyly-Lxalaninyl)amino]-2,3-dihydro-1-methyl-5-(2-
pyridyl)-1H-1,4-benzodfazepin-2-one

3-[(N’-(pentafluorophenoxyacetyl)-L-alaninyl)amino]-2,3-dihydro-1 -methyl-
5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(benzo[b]thiophene-3-acety})-L-alaninyl)amino]-2,3-dihydro-1-
methyl-5-(2-pyridyl)-1H-1,4-benzoyiazepin-2-one

3-[(N’-(2,4,6-trimethylphenylacetyl)
methyl-5-(2-pyridyl)-1H-1,4-benzodi

-alaninyl)amino]-2,3-dihydro-1-
epin-2-one

3-[(N’-(4-biphenylacetyl)-L-alaninyl)am\no]-2,3-dihydro-1-methyl-5-(2-
pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(3,4-difluorophenylacetyl)-L-alaniny{)amino]-2,3-dihydro- 1-methyl-
5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(4-(2-thienyl)butyryl)-L-alaninyl)amino
pyridyl)-1H-1,4-benzodiazepin-2-one

-2,3-dihydro-1-methyl-5-(2-

3-[(N’-(5-methylhexanoyl)-L-alaninyl)amino]-2,3-{ihydro-1-methyl-5-(2-

3-[(N’-(3-methoxycarbonylpropionyl)-L-alaninyl)amifo]-2,3-dihydro-1-
methyl-5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one



£

i,
£

n

il

e .3

L e 5

oy WY A B MW
% 0y e
T

)

i

L

108 ]
o A ED

e g
m

10

15

20

25

30

35

40

45

" pyridyl)-1H-1,4-benzodiazepin-2-one

-- 851 --
-[(N’-(2,6-difluoromandelyl)-L-alaninyl)amino]-2, 3-dihydro-1-methyl-5-(2-
ridyl)-1H-1,4-benzodiazepin-2-one

’-(4-ﬂuoromandelyl)-L-alaninyl)amino]-2,3-dihydro~ 1-methyl-5-(2-
1)-1H-1,4-benzodiazepin-2-one

,5-diﬂuoromandelyl)-L-alaninyl)amino]-2,3—dihydro-1—methyl-5-(2-
H-1,4-benzodiazepin-2-one

3-[(N’-(2, 6-triﬂuorophenylacetyl)-L-alaninyl)amino]-2,3-dihydro- 1-
methyl-5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(4-fluor
dihydro-1-meth

-2-(triﬂuoromethyl)phenylacetyl)-L-alaninyl)amino]-2,3-
-5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(4,4,4-trifl robutyryl)-L-alaninyl)amino]-2, 3-dihydro-1-methyl-5-(2-
pyridyl)-1H-1,4-bengodiazepin-2-one

3-[(N’-(4-isopropylph nylacetyl)-L-alaninyl)amino]-2,3-dihydro-1-methyl-5-
(2-pyridyl)-1H-1,4-benkodliazepin-2-one

3-[(N’-(beta-phenyllacty

alaninyl)amino]-2,3-dihydro-1 -methyl-5-(2-
pyridyl)-1H-1,4-benzo i

-42-0N€

3-[(N’-(mandelyl)-L-algninyl ino]-2,3-dihydro-1-methyl-S-(2-pyridyl)—
1H-1,4-benzodiazepin '
3-[(N° -(4-chloromandelyl)-L-alaninyl)amino]-2 ,3-dihydro-1-methyl-5-(2-
pyridyl)-1H-1,4-benzodiazepin-2- :

e
3-(N° -(isovaleryl)-L-alaninyl)amingkz ,3-dihydro-1-methyl-5-(2-pyridyl)-
1H-1,4-benzodiazepin-2-one

3-[(N ’-(2,-3 ,J-trifluorophenylacetyl)-L-al ninyl)amino]-2,3-dihydro-1-
methyl-5-(2-pyridyl)-1H-1 ,4-benzodiazep1x2-one
3-[(N° -(3-methylthiopropionyl)-L-alaninyl) ino}-2,3-dihydro-1-methyl-5-
(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N ’-(L-alpha-hydroxyisocaproyl)-L-alaninyl) mino}-2,3-dihydro-1-
methyl-5-(2-pyridyl)-1H-1,4-benzodiazepin-2-on

3-[(N’-(3-nitrophenylacetyl)-L-alaninyl)amino]-2, 3. thydro-1-methyl-5-(2-

3-[(N’-(D-3-phenyllactyl)-L-alaninyl)amino]-2 ,3-dihyd
pyridyl)-1H-1,4-benzodiazepin-2-one :

-1-methyl-5-(2-
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. 3-[(N’-(3,4-difluorophenylacetyl)-L-alaninyl)
-dimethyl-2-oxobutyl)- 5-(2-pyridyl)-1H-1,4-benxodiazepin-2-one

-- 852 --

3-[(N’-(4-methocyphenylacetyl)-L-alaninyl)amino]-2,3-dihydro-1-(3,3-
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

<[(N’-(2-thiopheneacetyl)-L-alaninyl)amino]-2,3-dihydro-1-(3,3-dimethyl-2-
oxobutyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

.-(3,5-difluorophenylacetyl)-L-alaninyl)amino]-2,3-dihydro-1-(3,3-
1-2-oxobutyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(3\bromophenylacetyl)-L-alaninyl)amino]-2,3-dihydro-1-(3,3-
dimethyl-2xoxobutyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(phenymercaptoacetyl)-L-alaninyl)amino]-2,3-dihydro-1-(3, 3-
dimethyl-2-oxoputyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(4-ethoxyRhenylacetyl)-L-alaninyl)amino}-2,3-dihydro-1-(3,3-
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(4-(trifluoro ethyl)phenylacetyl)-L-alaninyl)amino}-2,3-dihydro-1-
(3,3-dimethyl-2-oxob 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(3,5-bis(trifluoyo thyl)phenylacetyl)-L-alaninyl)amino]-2,3-dihydro-
1-(3,3-dimethyl-2-oxgbutyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-((methylthio)acetyl)

-alaninyl)amino]-2,3-dihydro-1-(3,3-dimethyl-
2-oxobutyl)- 5-(2-pyridyl)-1

-1,4-benzodiazepin-2-one

3-[(N’-(cyclohexylacetyl)-L-alapinyl)amino}-2,3-dihydro-1-(3,3-dimethyl-2-
oxobutyl)- 5-(2-pyridyl)-1H-1,4\benzodiazepin-2-one

3-[(N’-(pentafluorophenoxyacetyl);L-alaninyl)amino]-2,3-dihydro-1-(3, 3-
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(benzo[b]thiophene-3-acetyl)-k.-alaninyl)amino]-2,3-dihydro-1-(3,3-
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(2,4,6-trimethylphenylacetyl)-L-

laninyl)amino]-2,3-dihydro-1-(3,3-
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-1H-

,4-benzodiazepin-2-one

3-[(N’-(4-biphenylacetyl)-L-alaninyl)amino}-2,3-dihydro-1-(3,3-dimethyl-2-
oxobutyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

ino]-2,3-dihydro-1-(3,3-

3-[(N’-(4-(2-thienyl)butyl)-L-alaninyl)amino]-2,3-di

ydro-1-(3,3-dimethyl-2-
oxobutyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-on ‘
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- 3-[(N’-(L-alpha-hydroxyisocaproyl)-L—alaninyl)amino

-- 853 --
-[(N’-(5-methylhexanoyl)-L-alaninyl)amino]-2,3-dihydro-1-(3,3-dimethyl-
oxobutyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(2,6-difluoromandelyl)-L-alaninyl)amino]-2,3-dihydro-1-(3,3-
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(4cfluoromandelyl)-L-alaninyl)amino]-2,3-dihydro-1-(3,3-dimethyl-2-
oxobutyl)\5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(2,5-djfluoromandelyl)-L-alaninyl)amino]-2,3-dihydro-1-(3,3-
dimethyl-2-oxQbutyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(2,4,6-trifluorophenylacetyl)-L-alaninyl)amino]}-2,3-dihydro-1-(3,3-
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(4-fluoro-2-(trifluoromethyl)phenylacetyl)-L-alaninyl)amino]-2,3-
dihydro-1-(3,3-dimethyl-2-oxobutyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-
one

3-[(N’-(4,4,4-trifluorobutyry
dimethyl-2-oxobutyl)- 5-(

-alaninyl)amino]-2,3-dihydro-1-(3,3-
ridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(4-isopropylphenylacetyl)-L-alaninyl)amino]-2,3-dihydro-1-(3,3-
dimethyl-2-oxobutyl)- 54(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(beta-phenyllactyl)-L-alaninyl)amino]-2,3-dihydro-1-(3,3-dimethyl-2-
oxobutyl)- 5-(2-pyridyl)-1H-1 ,4—bi1‘zodiazepin-2—one

3-[(N’-(mandelyl)-L-alaninyl)amino]-2,3-dihydro-1-(3,3-dimethyl-2-
oxobutyl)- 5-(2—pyridyl)-1H-1,4-ben§ diazepin-2-one

3-[(N’-(4-chloromandelyl)-L-alaninyl)amino]-2,3-dihydro-1-(3,3-dimethyl-2-
oxobutyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(isovaleryl)-L-alaninyl)amino]-2,3-dihydro-1-(3,3-dimethyl-2-
oxobutyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one -

3-[(N’-(2,3,5-trifluorophenylacetyl)-L-alaninyl)amino]-2,3-dihydro-1-(3,3-
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

,3-dihydro-1-(3,3-
epin-2-one

3-[(N’-(3-methylthiopropionyl)-L-alaninyl)amino]-
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-1H-1,4-benzodi

-2,3-dihydro-1-(3,3-
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one
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-[(N’-(3-nitrophenylacetyl)-L-alaninyl)amino}-2,3-dihydro-1-(3,3-dimethyl-

3-[(N’-(2-thiqpheneacetyl)-L-alaninyl)amino]-2,3-dihydro-1-(2-N,N-
diethylaminoethyl)-5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(N™-acetyl-N”-phenylglycinyl)L-alaninyl)amino]-2,3-dihydro-1-(2-
N,N-diethyl amindethyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(3,5-difluorophenylacetyl)-L-alaninyl)amino]-2, 3-dihydro-1-(2-N,N-
diethyl aminoethyl)- 5\(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(3-bromophenylacgtylp-L-alaninyl)amino]}-2,3-dihydro-1-(2-N,N-
diethyl aminoethyl)- 5-(2-pyfrid !

3-[(N’-(phenylmercaptoace|
diethyl aminoethyl)- 5-(2-pyrigyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(4-(trifluoromethyl)phenylacetyl)-L-alaninyl)amino}-2,3-dihydro-1-(2-
N,N-diethyl aminoethyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(3,5-bis(trifluoromethyl)phenylacetyl)-L-alaninyl)amino]-2,3-dihydro-
1-(2-N,N-diethyl aminoethyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(cyclohexylacetyl)-L-alaninyl)amino]-2,3-dihydro-1-(2-N,N-diethyl aminoethy]

5-(2-pyridyl)-1H-1,4-benzodiazepin-2-on

3-[(N’-(pentafluorophenoxyacetyl)-L-alaninyl)amino}-2,3-dihydro-1-(2-N,N-
diethyl aminoethyl)- 5-(2-pyridyl)-1H-1,4-bengodiazepin-2-one

3-[(N’-(benzo[b]thiophene-3-acetyl)-L-alaninyl)amino]-2,3-dihydro-1-(2-
N,N-diethyl aminoethyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(benzoylformyl)-L-alaninyl)amino]-2,3-dihydro-1-(2-N,N-diethyl
aminoethyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-{(N’-(3,4-difluorophenylacetyl)-L-alaninyl)amino]-2,8-dihydro-1-(2-N,N-

" diethyl aminoethyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(4-(2-thienyl)butyryl)-L-alaninyl)amino]-2,3-dihydro-1-(2-N,N-
diethyl aminoethyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one



—- 855 --

3-{(N’-(5-methylhexanoyl)-L-alaninyl)amino]-2,3-dihydro-1-(2-N,N-diethyl
amipoethyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

-(4-fluoromandelyl)-L-alaninyl)amino]-2,3-dihydro-1-(2-N,N -diethyl
5 aminoethyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[(N’-(2\5-difluoromandelyl)-L-alaninyl)amino]-2,3-dihydro-1-(2-N,N-
diethyl inoethyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

10 3-[(N’-(4,4, -trifluorobutyryl)-L-alaninyl)amino]-2,3-dihydro-1-(2-N,N-
£ diethyl aminogthyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one
4 '
it 3-[(N’-(4-isopropylphenylacetyl)-L-alaninyl)amino]-2,3-dihydro-1-(2-N,N-
ek diethyl aminoethy})- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one
& 15
*E 3-[(N’-(beta-phenyl ctyl)-L-alaninyl)amino}-2,3-dihydro-1-(2-N,N-diethyl -
::i , aminoethyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one
;3 3-[(N° -(mandelyl)—L—él inyl)amino]-2,3-dihydro-1-(2-N,N-diethyl
. 20 aminoethyl)- 5-(2-pyridy})-1H-1,4-benzodiazepin-2-one
£ 3-[(N’-(4-chloromandely] ninyl)amino]-2,3-dihydro-1-(2-N,N-diethyl
- ';'3 aminoethyl)- 5-(2-pyridylj\IH-1,4-benzodiazepin-2-one
25 3-[(N’-(isovaleryl)-L-alanin amino]-2,3-dihydro-1-(2-N,N-diethyl

aminoethyl)- 5-(2-pyridyl)-1H\1 \4-benzodiazepin-2-one

3-[(N’-(2,3,5-trifluorophenylace 1)-L-alaninyl)amino}-2,3-dihydro-1-(2-
N,N-diethyl aminoethyl)- 5-(2-pyr y1)-1H-1,4-benzodiazepin-2-one

30
3-[(N’-(3-methylthiopropionyl)-L-ala {nyl)amino]-2,3-dihydro-1-(2-N,N-
diethyl aminoethyl)- 5-(2-pyridyl)-1H- N4-benzodiazepin-2-one :

- 3-[(N’-(L-alpha-hydroxyisocaproyl)-L-ala yl)amino]-2,3-dihydro-~1-(2-
35 N,N-diethyl aminoethyl)- 5-(2-pyridyl)-1H-N4-benzodiazepin-2-one

3-[(N’-(3-nitrophenylacetyl)-L-alaninyl)amino]-%,3-dihydro-1-(2-N,N -diethyl
aminoethyl)- 5-(2-pyridyl)-1H-1,4-benzodiazepin\2-one

40 3-[(N’-(D-3-phenyllactyl)-L-alaninyl)amino]-2,3-dthydro-1- (2 -N,N-diethylaminoethyl)
5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[N-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-2,4.dioxo-1,5-bis-
" (2-methylpropyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazdpine

45
3-[N-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-2,4-dibxo-1,5-bis-
(methyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine
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3-[N-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-2,4-dioxo-1,5-bis-
cyclopropylmethyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

-(3,5-difluorophenylacetyl)-L-valinyl]-amino-2,4-dioxo-1, 5-bis-
ethylpropyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

,5-difluorophenylacetyl)-L-valinyl]-amino-2,4-dioxo-1,5-bis-
-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-[N-(3,5\difluorophenylacetyl)-L-valinyl]-amino-2,4-dioxo-1, 5-bis-
(cyclopropylmethyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-[N-(3,5-difluorophenylacetyl)-L-norvalinyl]-amino-2,4-dioxo-1,5-
bis-(2-methylpropyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-[N-(3,5-difluorpphenylacetyl)-L-norvalinyl]-amino-2,4-dioxo-1,5-
bis-(methyl)-2, 3,4, 5-tetrahydro-1H-1,5-benzodiazepine

3-[N-(3,5-difluorophenylacetyl)-L-norvalinyl]-amino-2,4-dioxo-1, 5-
bis-(cyclopropylmeth¥f)2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

acetyl)-L-methioninyl}-amino-2,4-dioxo-1,5-
¢,5-tetrahydro-1H-1,5-benzodiazepine

3-[N-(3,5-difluorophenylacgtyl)-L-methioninyl}-amino-2,4-dioxo-1,5-
bis-(methyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-[N-(3,5-difluorophenylacety
bis-(cyclopropylmethyl)-2,3,4,

-L-methioninyl}-amino-2,4-dioxo-1,5-
tetrahydro-1H-1,5-benzodiazepine

3-[N-(3,5-difluorophenylacetyl)-L\phenylalaninyl]-amino-2 ,4—dioxo-

1,5-bis-(2-methylpropyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-[N-(3,5-difluorophenylacetyl)-L-phenylalaninyl]-amino-2,4-dioxo-
1,5-bis-(methyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-[N-(3,5-difluorophenylacetyl)-L-phenylalaninyl]-amino-2,4-dioxo-
1,5-bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-[N-(3,5-difluorophenylacetyl)-L-phenylglycinyl]-amino-2,4-dioxo-
1,5-bis-(2-methylpropyl)-2,3,4,5-tetrahydro\l H-1,5-benzodiazepine

3-[N-(3,5-difluorophenylacetyl)-L-phenylglycinyl}-amino-2,4-dioxo-

-1,5-bis-(methyl)-2,3,4,5-tetrahydro-1H-1,5-benxodiazepine

3-[N-(3,5-difluorophenylacetyl)-L-phenyiglycinyl amino-2,4-dioxo-
1,5-bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-1HAl,5-benzodiazepine
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N-(3,5-difluorophenylacetyl)-(2-thienyl)glycine]-amino-2,4-dioxo-
Xbis-(2-methylpropyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-[N-(3,5-difluorophenylacetyl)-(2-thienyl)glycine]-amino-2,4-dioxo-
1,5-bis-(cyclapropylmethyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-[N-(3,5-difluds
1,5-bis-(2-methy

ophenylacetyl)-(3-thienyl)glycine]-amino-2,4-dioxo-
pRropyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-[N-(3,5-difluorophenylacetyl)-(3-thienyl)glycine]-amino-2,4-dioxo-
1,5-bis-(methyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine -

3-[N-(3,5-difluorophenylacetyl)-(3-thienyl)glycine]-amino-2,4-dioxo-
1,5-bis-(cyclopropylmethy)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-[N-(3,5-difluorophenylacets
bis-(2-methylpropyl)-2,3,4,5- }

A .
[/

-threoninyl]-amino-2,4-dioxo-1,5-
0=1H-1,5-benzodiazepine

3-[N-(3,5-difluorophenylacety!)Jh-threoninyl]-amino-2,4-dioxo-
1,5-bis-(methyl)-2,3,4,5-tetrdhydrg-1H-1,5-benzodiazepine

3-[N-(3,5-difluorophenylacetyl)-L-threoninyl]-amino-2,4-dioxo-1,5-
bis-(cyclopropylmethyl)-2,3,4,5-tetrah¥dro-1H-1,5-benzodiazepine

3-[N-(3,5-difluorophenylacetyl)-L-tyrosinyl]-amino-2,4-dioxo-1,5-bis-
(2-methylpropyl)-2,3,4,5-tetrahydro-1H-1,$-benzodiazepine

3-[N-(3,5-difluorophenylacetyl)-L-tyrosinyl]-}
(methyl)-2,3,4,5-tetrahydro-1H-1 _,5-benzodiaz <

ino-2,4-dioxo-1,5-bis-
pine

3-[N-(3,5-difluorophenylacetyl)-L-tyrosinyl]-amipo-2,4-dioxo-1,5-
bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-1H-1,$-benzodiazepine

3-[N-(cyclopentylacetyl)-L-alaninyl]-amino-2,4-dioxo-1,5-bis-
(2-methylpropyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiy

3-[N-(cyclopentylacetyl)-L-alaninyl]-amino-2,4-dioxo-
(methyl)-2,3,4,5-tetrahydro-1H-1,5-beénzodiazepine

3-[N-(cyclopentylacetyl)-L-alaninyl]-amino-2,4-dioxo-1,5

- (cyclopropylmethyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-[N-(cyclopentylacetyl)-L-valinyl]-amino-2,4-dioxo-1,5-bis-
(2-methylpropy!)-2,3,4,5-tetrahydro-1H-1 ,5-benzodiazepine\
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3-[N-(cyclopentylacetyl)-L-valinyl]-amino-2,4-dioxo-1,5-bis-
methyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

1)-L-methioninyl]-amino-2,4-dioxo-1,5-
3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-[N-(cyclopentylacetyl)-L-phenylalaninyl]-amino-2,4-dioxo-
1,5-bis-(2-methylpropyl)-2,3,4,5-tétrahydro-1H-1 ,5-benzodiazepine

3-[N-(cyclopentylacetyl)-L-phenylalaninyl}-amino-2,4-dioxo-
1,5-bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-1H-1 ,J-benzodiazepine

3-[N-(cyclopentylacetyl)-L-phenylglycinyl]-
1,5-bis-(2-methylpropyl)-2,3,4,5-tetrahydro-1

ino-2,4-dioxo-
1,5-benzodiazepine

3-[N-(cyclopentylacetyl)-L-phenylglycinyl] —amino-% ,4-dioxo-
1,5-bis-(methyl)-2,3,4,5-tetrahydro-1H-1,5-benzodi epine

3-[N-(cyclopentylacetyl)-L-phenylglycinyl]-amino-2,4\dioxo-
1,5-bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-1H-1,5 enzodiazepine

3-[N-(cyclopentylacetyl)-(2-thienyl)glycine]-amino-2,4-didxo-

" 1,5-bis-(2-methylpropyl)-2,3,4,5-tetrahydro-1H-1,5-benzo iazepine

3-[N-(cyclopentylacetyl)-(2-thienyl)glycine]-amino-2,4-dioxo
1,5-bis-(methyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine \
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3-[N-(cyclopentylacetyl)-(2-thienyl)glycine]-amino-2 .4-dioxo-
\.5-bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-1H-1, 5-benzodiazepine

3-[\N-(cyclopentylacetyl)-(3-thienyl)glycine]-amino-2,4-dioxo-
1,5pis-(2-methylpropyl)-2,3,4,5-tetrahydro-1H-1 ,5-benzodiazepine

3-[N-(cyclopentylacetyl)-(3-thienyl)glycine]-amino-2,4-dioxo-
1,5-bis\(methyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-[N-(cyclopentylacetyl)-(3-thienyl)glycine]-amino-2,4-dioxo-
1,5-bis-(cy¢clopropylmethyl)-2,3,4,5-tetrahydro- 1H-1 ,5-benzodiazepine

3-[N-(cyclopentylacetyl)-L-serinyl]-amino-2,4-dioxo-1,5-bis-
(2-methylpropyl)-2,3,4,5-tetrahydro-1H-1 ,9-benzodiazepine

3-[N-(cyclopentylacetyl)-L-threoninyl}-amino-2,4-dioxo-1 ,5-
bis-(2-methylpropyl)-2,3,4,5-tetrahydro-1H-1, S-benzodiazepine

3-[N-(cyclopentylacetyl)-L-threoninyl]-amino-2,4-dioxo-1,5-
bis-(methyl)-2,3,4,5Netrz ydro-1H-1,5-benzodiazepine

3-[N-(cyclopentylacety -1 -thr€oninyl]-amino-2,4-dioxo-1,5-
£\

bis-(cyclopropylmethy}=%,3,4,5-tetrahydro-1H-1, 5-benzodiazepine

3-[N-(cyclopentylacetyl)-L-tyrgsinyl]-amino-2,4-dioxo-1,5-
bis-(methyl)-2,3,4,5-tetrahydro\l H-1 ,5-benzodiazepine

3-[N-(cyclopentylacetyl)-L-tyrosinyl}-amino-2,4-dioxo-1,5-
bis-(cyclopropylmethyl)-2,3,4,5-tetyahydro-1H-1 ,9-benzodiazepine

3-[N-(4,4,4-trifluorobutryl)-L-alanin\]-amino-2,4-dioxo-1 ,5-bis-
(2-methylpropyl)-2,3,4,5-tetrahydro-1H-1 ,5-benzodiazepine

3-[N-(4,4,4-trifluorobutryl)-L-alaninyl]-amino-2,4-dioxo-1,5-
bis-(methyl)-2,3,4,5-tetrahydro-1H-1,5-be odiazepine

3-[N-(4,4,4-trifluorobutryl)-L-alaninyl]-aming-2,4-dioxo-1,5-bis-
(cyclopropylmethyl)-2,3,4,5-tetrahydro-1H-1,§-benzodiazepine

3-[N-(4,4,4-trifluorobutryl)-L-valinyl}-amino-2 $-dioxo-1, 5-bis-

- (2-methylpropyl)-2,3,4,5-tetrahydro-1H-1,5-be diazepine

3-[N-(4,4,4-trifluorobutryl)-L-valinyl]-amino-2,4-djoxo-1, 5-bis-
-(methyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepin
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3-[N-(4,4,4-trifluorobutryl)-L-valinyl]-amino-2,4-dioxo-1,5-bis-
(cyclopropylmethyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3%[N-(4,4 ,4-trifluorobutryl)-L-norvalinyl]-amino-2,4-dioxo-1,5-
-(2-methylpropyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

(4,4,4-trifluorobutryl)-L-norvalinyl]-amino-2,4-dioxo-1,5-
bis-(methyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-[N-(4,4,4-trifluorobutryl)-L-norvalinyl]-amino-2,4-dioxo-1,5-
bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-[N-(4,4,4\trifluorobutryl)-L-methioninyl]-amino-2,4-dioxo-1,5-
bis-(2-methy\propyl)-2.3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-[N-(4,4,4-tri{luorobutryl)-L-methioninyl]-amino-2,4-dioxo-1,5-
bis-(methyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-[N-(4,4,4-trifludgobutryl)-L-methioninyl]-amino-2,4-dioxo-1,5-
1,5-bis-(2-methylpfopyN-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-[N-(4,4,4-trifluorobutryN-L-phenylalaninyl]-amino-2,4-dioxo-
1,5-bis-(methyl)-2,3,4,5-tetxahydro-1H-1,5-benzodiazepine

3-[N-(4,4,4-trifluorobutryl)-L\phenylalaninyl]-amino-2,4-dioxo-
1,5-bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-[N-(4,4,4-trifluorobutryl)-phenylglycinyl]-amino-2,4-dioxo-
-1,5-bis-(2-methylpropyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-[N-(4,4,4-trifluorobutryl)-L-phenylglycinyl}-amino-2,4-dioxo-
1,5-bis-(methyl)-2,3,4,5-tetrahydro-1H;1,5-benzodiazepine

3-[N-(4,4,4-trifluorobutryl)-L-(2-thienyl)glycine]-amino-2,4-
dioxo-1,5-bis-(2-methylpropyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-[N-(4,4,4-trifluorobutryl)-L-(2-thienyl)glydine]-amino-2,4-
dioxo-1,5-bis-(methyl)-2,3,4,5-tetrahydro-1H-\ ,5-benzodiazepine

3-[N-(4,4,4-trifluorobutryl)-L-(2-thienyl)glycine.amino-2,4-

“dioxo-1,5-bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-1H-1,5-

benzodiazepine
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-[N-(4,4,4-trifluorobutryl)-L-(3-thienyl)glycine]-amino-2.4-
ioxo-1,5-bis-(2-methylpropyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

10
. 3-[N-(4.4,
=% dioxo-1,5-bi
:’ 3-[N-(4,4,4-trifluorobutryl)-L-cyclohexylglycinyl]-amino-2 ,4-
15 ~-dioxo-1,5-bis-(Riethyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

trifluorobutryl)-L-cyclohexylglycinyl]-amino-2,4-
(2-methylpropyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

e WO
e

N
Ty

3-[N-(4,4,4-trifluogobutryl)-L-cyclohexylglycinyl]-amino-2,4-
dioxo-1,5-bis-(cycldpropylmethyl)-2,3,4,5-tetrahydro-1H-1,5-
-benzodiazepine

ANl olls

Ly

vy

20

W

e

3-[N-(4,4,4-trifluoro
bis-(2-methylpropyl)

I)-L-threoninyl}-amino-2,4-dioxo-1,5-
4,5-tetrahydro-1H-1,5-benzodiazepine

i
b B

Py
Tt

3-[N-(4,4,4-trifluorobutryl)\threoninyl]-amino-2,4-dioxo-1,5-
25 bis-(methyl)-2,3,4,5-tetrahydyo-1H-1,5-benzodiazepine

g
i

3-[N-(4,4,4-trifluorobutryl)-L-tRreoninyl]-amino-2,4-dioxo-1,5-
bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

30 3-(3,5-difluorophenylacetyl)amino-
benzodiazepin-2-one

,3-dihydro-1-methyl-5-phenyl-1H-1,4-

3-(N’-(3,5-difluorophenylacetyl)-L-alatinyl)amino-2,3-dihydro-1-ethyl-5-

phenyl-1H-1,4-benzodiazepin-2-one
35

3-[N’-(3,5-difluorophenylacetyl)-L-alanin

1H-1,4-benzodiazepin-2-one

-amino-2,3-dihydro-5-phenyl-

3-[N’-(3,5-difluorophenylacetyl)-L-alaninyl]-atino-2,3-dihydro-1-methyl-5-

40 (1-piperidinyl)-1H-1,4-benzodiazepin-2-one :
3-[N’-(3,5-difluorophenylacetyl)-L-alaninyl]-amin
methyl-5-phenyl-1H-1,4-benzodiazepin-2-one

-7-chloro-2,3-dihydro-1-

45 3-[N’-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-7-
methyl-5-(2-fluorophenyl)-1H-1,4-benzodiazepin-2-one

romo-2,3-dihydro-1-
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,5-diﬂuorophenylacetyl)-L-alaniny1]-amino-7-chloro-2,3-dihydro- 1-
(2-chlorophenyl)-1H-1,4-benzodiazepin-2-one

3-[N’-(3,5-ifluorophenylacetyl)-L-alaninyl]-amino-5-cyclohexyl-2,3-
dihydro-1-mgthyl-1H-1,4-benzodiazepin-2-one

3-[N’-(3,5-diflyorophenylacetyl)-L-alaninyl]-amino-2,3- -dihydro-1-methyl-7-
nitro-5-phenyl-1H-1,4-benzodiazepin-2-one

3-[N’-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-2, 3- -dihydro-1-methyl-5-
(2-fluorophenyl)-1H\1 ,4-benzodiazepin-2-one
3-[N’-(3,5-difluorophenyl-c-hydroxyacetyl)- -L-valinyl}-amino-2,3-dihydro-1-
methyl-5-phenyl-1H-1 ¢-benzodiazepin-2-one

3-[N’-(3,5-difluoropheny -c-hydroxyacetyl)-L-terz-leucinyl]-amino-2, 3-
dihydro-1-methyl-5-pheny -1,4-benzodiazepin-2-one

3-[N’-(3,5-difluoropheny
(3-fluorophenyl)-1H-1,4-

1)-L-alaninyl]-amino-2,3-dihydro-1-methyl-5-
diazepin-2-one

3-[N’-(3,5-difluorophenylacetyl);L-alaninylJamino-2 ,3-dihydro-1-methyl-5-
(4-fluorophenyl)-1H-1,4-benzodiagepin-2-one

3-[N’-(cyclopentyl-a-hydroxyacetyl)-L-alaninyl]-amino-2,3- -dihydro-1-
methyl-5-phenyl-1H-1,4-benzodiazepin-2-one

3-[N’-(cyclopentyl-a-hydroxyacetyl)-L\valinyl]-amino-2 ,3-dihydro-1-
methyl-5-phenyl-1H-1,4-benzodiazepin-R-one

3-[N’-(3,5-difluorophenylacetyl)-L-alanin¥!]Jamino-2.3- -dihydro-1,5-
dimethyl-1H-1,4-benzodiazepin-2-one

3-[N’-(3,5-difluorophenylacetyl)-L-alaninyl]
phenyl)-1H-1,4-benzodiazepin-2-one

ino-2,3-dihydro-1-isobutyl-5-

3-[N’-(3,5-difluorophenyl-a-hydroxyacetyl)-L-
I-methyl-5-phenyl-1H-1,4-benzodiazepin-2-one

aninylJamino-2,3-dihydro-
3-[N’-(3,5-difluorophenyl-a-oxoacetyl)-L-alaninyl amino-2,3-dihydro-1-

3-[N’-(2-methylthioacetyl)-L-alaninyl]amino-2,3-dih
1H-1,4-benzodiazepin-2-one

ro-1-methyl-5-phenyl-
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-3 ,5—diﬂuorophenylacetyl)-L-valinyl]amino-Z,3-dihydro— 1-methyl-5-
phenyl-1H-1,4-benzodiazepin-2-one

(3,5-difluorophenylacetyl)-L-tert-leuc inyl]amino-2,3-dihydro-1-
methy\5-phenyl-1H-1,4-benzodiazepin-2-one

3-[N’-(3 \5-difluorophenylacetyl)-L-alaninylJamino-2, 3-dihydro-1-isopropyl-
5-phenyl-1H-1,4-benzodiazepin-2-one

3-[N’-(3,5-ajifluorophenylacetyl)-L-alaninyl] amino-2,3-dihydro-1-
cyclopropylmethyl-5-phenyl-1H-1, 4-benzodiazepin-2-one

3-[N’-(3,5-diflu rophenyl-a-ﬂuoroacetyl)-L—alaninyl]amino-2,3~dihydro-1-
methyl-5-phenyl\lH-1,4-benzodiazepin-2-one

3-[N’-(3,5-difluor henylacetyl)-L-alaninyl]amino-2,3-dihydro-1 -n-propyl-
5-phenyl-1H-1,4-benzodiazepin-2-one

3-[N’-(3-methylbuty

l)-L—phenylglycinyl]amino-2,3-dihydro-1—methyl-5-
phenyl-1H-1,4-benzod }

epm-2-one

3-[N’-(3,5-difluorophen
methyl-5-phenyl-1H-1,4-

-L-phenylglycinyl}lamino-2,3-dihydro-1-
odiazepin-2-one

3-[N’-(2-phenylthioacetyl)-L alaninyl]amino-Z,3-dihydro—1-methy1—5-phenyl-
1H-1,4-benzodiazepin-2-one

3-[N’-(3-methylbutyryl)-L-alanikylJamino-2, 3-dihydro-1 -methyl-5-phenyl-
1H-1,4-benzodiazepin-2-one

3-[N’-(2-phenylthioacetyl)-L-phen glycinyl]amino-2,3-dihydro-1-methyl-5-
phenyl-1H-1,4-benzodiazepin-2-one)\ -

3-[N’-(3-(4-methoxyphenyl)propionyl)-L-alaninyl]amino-2,3-d thydro-1-
methyl-5-phenyl-1H-1,4-benzodiazepin-2-one :

3-[N’-(3-bromophenylacetyl)-L-alaninyljamino-2, 3-dihydro-1-methyl-5-
phenyl-1H-1,4-benzodiazepin-2-one

3-[N ’-(4-cyclohexylbutyryl)-L-alaninyl]am'no-2,3—dihydro-l-methyl-S-
phenyl-1H-1,4-benzodiazepin-2-one

3-[N’-(4-methoxyphenylacetyl)-L-alaninyl]Jamino-2, 3-dihydro-1-methyl-5-(2-

3-[N "-(3-methyl-2-hydroxylbutyryl)-L-alaninyl]
S-phenyl-1H-1,4-benzodiazepin-2-one

ino-2,3-dihydro-1-methyl-
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3-[N’ -(3-methyl-2-hydroxylbutyryl)-L-alaninylJamino-2,3-dihydro- 1-methyl-
-phenyl-1H-1,4-benzodiazepin-2-one

3 N’-(3,3-dimethylbutyryl)-L-alaninyl]amino-z,3-dihydro-1-methyl-5-
phepyl-1H-1,4-benzodiazepin-2-one

3-[N’X(thien-2-yl-acetyl)-L-alaninyl]Jamino-2,3-dihydro-1 -methyl-5-(2-
pyridyl)-1H-1,4-benzodiazepin-2-one

3-[N’-(3, -difluorophenylacetyl)-L-alaninyllamino-2,3-dihydro- 1-methyl-5-
(2-pyridyl} 1H-1,4-benzodiazepin-2-one

3-[N’-(3-bro ophenylacetyl)-L-alaninyl]Jamino-2,3-dihydro-1 -methyl-5-(2-
pyridyl)-1H-1\4-benzodiazepin-2-one

3-[N’-(2-phenyl ioacetyl)—L-alaninyl]amino—Z,3-dihydro-1-methyl-5-(2-
pyridyl)-1H-1,4-Benzodiazepin-2-one

3-[N’-(4-ethoxyphenylacetyl)-L-alaninyl]Jamino-2, 3-dihydro-1-methyl-5-(2-
pyridyl)-1H-1,4-be iazepin-2-one

3-[N’-(4-trifluorometh lacetyl)-L-alaninyl]lamino-2,3-dihydro-1-
methyl-5-(2-pyridyl)- 1,4-benzodiazepin-2-one

3-[N’-(3,5-di(trifluorémethyl)phenylacetyl)-L-alaninyl]Jamino-2, 3-dihydro-1-
methyl-5-(2-pyridyl)-1H-1,¢-benzodiazepin-2-one

3-[N;-(2-methylthioacetyl)-L alaninyl]Jamino-2,3-dihydro-1-methyl-5-(2-
pyridyl)-1H-1,4-benzodiazepin-2-one  *

3-[N’-(2-cyclohexylacetyl)-L-alapinyl]amino-2,3-dihydro- 1-methyl-5-(2-
pyridyl)-1H-1,4-benzodiazepin-2\one

3-[N’-(2,3,4,5,6-pentafluoropheny xyacetyl)-L-alaninyl]Jamino-2,3-dihydro-
1-methyl-5-(2-pyridyl)-1H-1,4-benzddiazepin-2-one

3-[N’-(thionaphth-3-ylacetyl)-L-alaninkl}amino-2, 3-dihydro-1-methyl-5-(2-
pyridyl)-1H-1,4-benzodiazepin-2-one

3-[N’-(2,4,6-trimethylphenylacetyl)-L-ala inylJamino-2,3-dihydro-1-methyl-
5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[N’-((4-phenyl)phenylacetyl)-L-alaninyljami 0-2,3-dihydro-1-methyl-5-(2-

- pyridyl)-1H-1,4-benzodiazepin-2-one

~ 3-[N’-(3,4-difluorophenylacetyl)-L-alaninyl]Jamino-2, 3-dihydro-1-methyl-5-

(2-pyridyl)-1H-1,4-benzodiazepin-2-one
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3-[N’-(4-(thien-2-yl)butyryl)-L-alaninyl]amino-2,3-dihydro-1-methyl-5-(2-
pyridyl)-1H-1,4-benzodiazepin-2-one

3%[N’-(5-methylhexanoyl)-L-alaninyl]amino-2,3-dihydro-1-methyl-5-(2-
pyxidyl)-1H-1,4-benzodiazepin-2-one

1-methyl-3-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[N’-(4-fluogophenyl)-a-hydroxyacetyl)-L-alaninyl]amino-2,3-dihydro-1-
methyl-5-(2-pxridyl)-1H-1,4-benzodiazepin-2-one

3-[N’-(2,5-difludrophenyl)-a-hydroxyacetyl)-L-alaninyl]amino-2,3-dihydro-
1-methyl-5-(2-pyndyl)-1H-1,4-benzodiazepin-2-one

3-[N’-(2,4,6-trifluokophenyl)acetyl)-L-alaninyl]amino-2, 3-dihydro-1-methyl-
5-(2-pyridyl)-1H-1,4\benzodiazepin-2-one

3-[N’-(2-trifluorometh 1-4-ﬂuorophenyl)acetyl)-L-alamnyl]am1no—2 3-
dihydro-1-methyl-5-(2- y1)-1H-1,4-benzodiazepin-2-one

3-[N’-(4,4,4-trifluorobu
pyridyl)-1H-1,4-benzodi

<I-alaninyl]amino-2,3-dihydro-1-methyl-5-(2-
eRin-2-one

3-[N’-(4-iso-propylphenylacetyl)-L-alaninyl]Jamino-2,3-dihydro-1-methyl-5-
(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[N’-(3-phenyl-2-hydroxypropionyl)-L-alaninyl]amino-2,3-dihydro-1-
methyl-5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[N’-(phényl-a-hydroxyacetyl)-L-al ninyl]lamino-2,3-dihydro-1-methyl-5-
(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[N’-(4-chlorophenyl-a-hydroxyacetyl)}L-alaninyl]amino-2,3-dihydro-1-
methyl-5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[N ’-(3-methylbutyryl)-L-alaninyl]aminoxz,3-dihydro—1-methyl-5-(2-
pyridyl)-1H-1,4-benzodiazepin-2-one

3-[N"(2,3,5-triﬂuorophenylacety1)-L-alaninyl]amino—2,3-dihydro—1-methyl-

" 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[N’-(3—methylthiopropionyl)—L-alaninyl]amincg3-dihydro- 1-methyl-5-(2-
pyridyl)-1H-1,4-benzodiazepin-2-one
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3\[N’-(3-methyl-2-hydroxybutyryl)-L-alaninyl}Jamino-2, 3-dihydro-1-methyI-
5-(@-pyridyl)-1H-1,4-benzodiazepin-2-one

-(3-nitrophenylacetyl)-L-alaninyljamino-2,3-dihydro-1-methyl-5-(2-
pyridy)-1H-1,4-benzodiazepin-2-one

3-[N’-(4methoxyphenylacetyl)-L-alaninyl]amino-2 ,3-dihydro-1-(tert-
butylcarbgnylmethyl)-5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[N’-(2-thi
butylcarbony

ylacetyl)-L-alaninyl]amino-2,3-dihydro-1-(zerr-
ethyl)-5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[N’-(3,5-diflu rophenylacetyl)-L-alaninyljamino-2,3-dihydro-1-(zert-
butylcarbonylmethyl)-5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[N’-(3-bromophenRylacetyl)-L-alaninyl]Jamino-2, 3-dihydro-1-(zert-
butylcarbonylmethyl)-5-(2-pyridyl)-1H-1 ,4-benzodiazepin-2-one

3-[N’-(2-phenylthioacexyl
butylcarbonylmethyl)-5-

[-alaninyl]amino-2,3-dihydro-1-(zerz-
yridyl)-1H-1,4-benzodiazepin-2-one

-L-alaninyl] amino-2 ,3-dihydro-1 —(tért-
ridyl)-1H-1,4-benzodiazepin-2-one

3-[N’-(4-ethoxyphenyla
butylcarbonylmethyl)-54(2-

3-[N’-(4-trifluoromethylphenylacetyl)-L-alaninyl]amino-2, 3-dihydro-1-(zerz-
butylcarbonylmethyl)-5-(2-pyridyl)-1H-1 ,4-benzodiazepin-2-one

3-[N’-(3,5-di-(trifluoromethyl)p enylacetyl)-L—alanjriyl]amino-2,3-dihydro-
1-(tert-butylcarbonylmethyl)-5-(2\pyridyl)-1H-1, 4-benzodiazepin-2-one

3-[N’-(2-methylthioacetyl)-L-alanin IJamino-2,3-dihydro-1-(zert-
butylcarbonylmethyl)-5-(2-pyridyl)- -1,4-benzodiazepin-2-one

3-[N’ -(2-cyclomethylacetyl)—L-alaniny amino-2,3-dihydro-1-(tert-
butylcarbonylmethyl)-5-(2-pyridyl)-1H- ,4-benzodiazepin-2-one

3-[N’-(2,3,4,5,6-pentafluorophenyloxyac tyl)-L-alaninyl]amino-2,3-dihydro-
1-(terr-butylcarbonylmethyl)-5-(2-pyridyl) N H-1 ,4-benzodiazepin-2-one

3-[N’-(thionaphth-3-ylacetyl)-L-alaninyljJamiko-2, 3-dihydro-1-(tert-
butylcarbonylmethyl)-5-(2-pyridyl)-1H-1,4-behzodiazepin-2-one

3-[N’-(2,4,6-trimethylphenylacetyl)-L-alaninyl]amino-2 ,3-dihydro-1 -(tert-

" butylcarbonylmethyl)-5-(2-pyridyl)-1H-1,4-benz diazepin-2-one
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-[N’-((4-phenyl)phenylacetyl)-L-alaninyl]amino-2, 3-dihydro-1-(zert-
bytylcarbonylmethyl)-5-(2-pyridyl)-1H-1 .4-benzodiazepin-2-one

3-[N’-(3 ,4-difluorophenylacetyl)-L-alaninyl]amino-2,3-dihydro-1-(zerz-
butylgarbonylmethyl)-5-(2-pyridyl)-1H-1 ,4-benzodiazepin-2-one

3-[N’~( -(2-thienyl)butyryl)-L-alaninyl]amino-2,3—dihydro-1-(tert-
butylcartonylmethyl)-5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[N’-(5-mgthylhexanoyl)-L-alaninyl]Jamino-2, 3-dihydro-1-(tert-
butylcarbonyimethyl)-5-(2-pyridyl)-1H-1, 4-benzodiazepin-2-one

3-[N’-(2-metho carbonylacetyl)-L-alaninyl}Jamino-2, 3-dihydro-1-(rerz-
butylcarbonylmethyl)-5-(2-pyridyl)- 1H-1,4-benzodiazepin-2-one

3- [N ’-(2,6-difluoro henyl-a-hydroxyacetyl)-L-alaninyl]amino-2, 3-dihydro-
1-(zert-butylcarbonylmethyl)-5-(2-pyridyl)-1H-1 ,4- benzodiazepin-2-one

3-[N’-(4-fluorophenyi- -hydroxyacetyI)-L-alaninyl]amino-2 ,3-dihydro-1-
(tert-butylcarbonylmethyl)-3-(2-pyridyl)-1H-1 ,4-benzodiazepin-2-one

3-[N’-(2,5-difluorophenyl oxyacetyl)-L-alaninyl]lamino-2,3-dihydro-
1-(zerr-butylcarbonylme 5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[N’-(2,4,6-trifluorophenyla étyl)-L-alam'nyl]amino—Z,3-dihydro—1-(tert-
butylcarbonylmethyl)-5-(2-pyridyl)-1H-1 ,4-benzodiazepin-2-one

3-[N’-(2-trifluoromethyl-4-fluoropheny lacetyl)-L-alaninyl]amino-2,3- -
dihydro-1-(terz-butylcarbonylmethy1)-5-(2-pyridyl)-1H-1,4-benzod iazepin-2-
one

3-[N’-(4,4,4-trifluorobutyryl)-L-alaninyl]amino-2 ,3-dihydro-1-(tert-
butylcarbonylmethyl)-5-(2-pyridyl)-1H-1 ,4-benzodiazepin-2-one

3-[N’-(4-iso-propylphenylacetyl)-1-ala yl]Jamino-2,3-dihydro-1-(zert-
butylcarbonylmethy!)-5-(2-pyridyl)-1H-1 4-benzodiazepin-2-one

3-[N’-(3-phenyl-2-hydroxypropionyl)-L-ala inylJamino-2,3-dihydro-1-(terz-
butylcarbonylmethyl)-5-(2-pyridyl)-1H-1,4- enzodiazepin-2-one

3-[N’-(phenyl-c-hydroxyacetyl)-L-alaninyl]Jamino-2, 3-dihydro-1-(tert-
butylcarbonylmethyl)-5-(2-pyridyl)-1H-1,4-be odiazepin-2-one

-"3-[N’-(4-chlorophenylacetyl)-L-alaninylJamino-2, -dihydro-1-(zert-

butylcarbonylmethyl)-5-(2-pyridyl)-1H-1,4-benzo jazepin-2-one
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3-[N’-(3-methylbutyryl)-L-alaninyl]amino-2,3-dihydro-1-(terz-
butylcarbonyimethyl)-5-(2-pyridyl)-1H-1, 4-benzodiazepin-2-one

3-[N’-(2,3,5-trifluorophenylacetyl)-L-alaninyl] amino-2,3-dihydro-1-(terz-
butylcarbonylmethyl)-5-(2-pyridyl)-1H-1 ,4-benzodiazepin-2-one

3\[N’-(3-methylthiopropionyl)-L-alaninyl]amino-2,3-dihydro- 1-(zerz-
butylcarbonylmethyl)-5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

(3-methy1-2—hydroxybutyryl)-L-alaninyl]amino—z ,3-dihydro-1-(tert-
butylcarbonylmethyl)-5-(2-pyridyl)- 1H-1 .4-benzodiazepin-2-one

3-[N’-(3-xitrophenylacetyl)-L-alaninyl]amino-2, 3-dihydro-1-(tert-
butylcarborylmethyl)-5-(2-pyridyl)- 1H-1 ,4-benzodiazepin-2-one

3-[N’-(4-me oxyphenylacetyl)-L-alaninyl]Jamino-2,3-dihydro-1-(2-(N,N-
diethylamino)éthyl)-5-(2-pyridyl)-1H-1 ,4-benzodiazepin-2-one

3-[N’-(2-thienyl etyl)-L-alaninyl]lamino-2,3-dihydro-1-(2-(N,N-
diethylamino)ethy -5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[N’-(3,5-difluorop

lacetyl)-L-alaninyl]amino-2,3-dihydro-1-(2-(N,N-
diethylamino)ethyl)- i

y1)-1H-1,4-benzodiazepin-2-one

tyl)-L-alaninyl]amino-2,3-dihydro-1-(2-(N,N-
(2“Ryridyl)-1H-1,4-benzodiazepin-2-one

3-[N’-(2-phenylthioacetyl)- -alaninyl]amino-2,3-dihydro-1-(2-(N,N-
diethylamino)ethyl)-5-(2-pyri yl)-1H-1,4-benzodiazepin-2-one

3-[N’-(4-ethoxyphenylacetyl)-LAalaninyl]amino-2, 3-dihydro-1-(2-(N,N-
diethylamino)ethyl)-5-(2-pyridyl)};1H-1,4-benzodiazepin-2-one

3-[N’-(2-methylthioacetyl)-L-alani
diethylamino)ethyl)-5-(2-pyridyl)-1

1Jamino-2,3-dihydro-1-(2-(N,N-
-1,4-benzodiazepin-2-one

3-[N’-(2-cyclohexylacetyl)-L-alaninyl]
diethylamino)ethyl)-5-(2-pyridyl)-1H-1,

ino-2,3-dihydro-1-(2-(N,N-
-benzodiazepin-2-one

3-[N’-(2,3,4,5,6-pentafluorophenyloxyac )-L-alaninyl]amino-2,3-dihydro-
1-(2-(N,N-diethylamino)ethyl)-5-(2-pyridy-1H-1 ,4-benzodiazepin-2-one
3-[N’-(2-thionaphth—3-ylacetyl)-L-alaninyl] ino-2,3-dihydro-1-(2-(N,N-

diethylamino)ethyl)-5-(2-pyridyl)-1H-1,4-be odiazepin-2-one

3-[N ’-(2-phenyl-2—oxoacetyl)—L—alaninyl] amino-2,3-dihydro-1-(2-(N,N-
diethylamino)ethyl)-5-(2-pyridyl)- _lH-l ,4-benzodiazepin-2-one
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3-[N’-(2 ,4,6-[riméthylphenylacetyl)-L-alaninyl] amino-2,3-dihydro-1-(2-
N,N-diethylamino)ethyl)-5-(2-pyridyl)-1H-1 ,4-benzodiazepin-2-one

3{N’-((4-phenyl)phenylacetyl)-L-alaninyl]amino-2,3-dihydro-1-(2-(N,N-
diethylamino)ethyl)-5-(2-pyridyl)-1H-1 ,4-benzodiazepin-2-one

(3,4-difluorophenyl)acetyl)-L-alaninyl]Jamino-2 ,3-dihydro-1-(2-(N,N-
ino)ethyl)-5-(2-pyridyl)-1H-1 ,4-benzodiazepin-2-one

3-[N’-((4-(thien-2-yDbutyryl)-L-alaninyl]amino-2 ,3-dihydro-1-(2-(N,N-
diethylaming)ethyl)-5-(2-pyridyl)-1H-1 ,4-benzodiazepin-2-one

3-[N’-(5-meth¥lhexanoyl)-L-alaninylJamino-2,3-dihydro- 1-(2-(N,N-
diethylamino)ethyl)-5-(2-pyridyl)-1H-1 ,4-benzodiazepin-2-one

3-[N’-(2-methox arbonylacetyl)-L-alaninyl}Jamino-2,3-dihydro-1-(2-(N,N-
diethylamino)ethyl)-5-(2-pyridyl)- 1H-1 ,4-benzodiazepin-2-one

3-[N’-(2,6-difluorop enyl—a-hydroxyacetyl)-L-alaninyl]amino-2,3-dihydro—'
1-(2-(N,N-diethylaming)éthy1)- -pyridyl)-1H-1,4-benzodiazepin-2-one

N

droxyacetyl)-L-alaninylJamino-2,3-dihydro-1-(2-
(N,N-diethylamino)eth§1)Y5-(2-pyridy1)-1H-1 ,4-benzodiazepin-2-one

3-[N’-(2,5-difluorophenyl-
1-(2-(N,N-diethylamino)eth

hydroxyacetyl)-L-alaninyl]amino-2,3-dihydro-
-5-(2-pyridyl)-1H-1,4-benzodiazepin-2-one

3-[N’-(4-hydroxymethylphenyl Xyacetyl)-L-alaninylJamino-2,3-dihydro-1-
(2-(N,N-diethylamino)ethyl)-5-(R-pyridyl)-1H-1, 4-benzodiazepin-2-one

3-[N’-(2,4,6-trifluorophenylacetyl)-L- alaninyl]amino-2,3-dihydro-1-(2-
(N,N-diethylamino)ethyl)-5-(2-pyri{yl)-1H-1, 4-benzodiazepin-2-one

3-[N’-(2-trifluoromethyl-4-fluorophe
dihydro-1-(2-(N,N-diethylamino)ethyl
2-one

lacetyl)-L-alaninyl]Jamino-2,3-
-5-(2-pyridyl)-1H-1,4-benzodiazepin-

3-[N’-(4,4,4-trifluorobutyryl)-L-alaninyl]
diethylamino)ethy!)-5-(2-pyridyl)-1H-1,4-

ino-2,3-dihydro-1-(2-(N,N-
enzodiazepin-2-one

3-[N’-(4-iso-propylphenylacetyl)-L-alaninyl] ino-2,3-dihydro-1-(2-(N,N-
diethylamino)ethyl)-5-(2-pyridyl)-1H-1,4-be odiazepin-2-one

" 3-[N’-(3-phenyl-2-hydroxypropionyl)-L-alanin lamino-2,3-dihydro-1-(2-

(N,N-diethylamino)ethyl)-5-(2-pyridyl)-1H-1,4- enzodiazepin-2-one
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3-[N’-(phenyl-a-hydroxyacetyl)-L-alaninyl]amino-2,3-dihydro-1-(2-(N,N-
diet_hylamino)ethyl)-5-(2-pyridyl)— 1H-1 ,4-benzodiazepin—2-one

3 N’-(4-chlorophenyl-a-hydroxyacetyl)-L-alaninyl]Jamino-2,3-dihydro-1-(2-

3-[N’-(3,5-difluorophenyl-c-hydroxyacetyl)-L-alaninyl]Jamino-2,4-dioxo-1-

' phenyl-5-methyl-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-[N’-(3,5-difl
methyl-5-phenyl-?

rophenyl-a-hydroxyacetyl)-L-alaninyljamino-2-oxo-1-
,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-[N’-(3,5-difluoro enylacetyl) L-alaninyl]amini-L-1H-imidazole{1,2-a]-6-
phenyl-1,4-benzodi

4-[N’-(3,5-difluorophen
2,4-dihydro-6-phenyl-1,

etyl)-L-alaninyl]amino-L-1H-imidazole[1,2-a]-
odiazepine

4-[N’-(3,5-difluorophenyldcatyl)-L-alaninylJamino-L-4H[1,2,4]triazole(4,3-
a]-6-phenyl-1,4-benzodiazepile

3-[N’-(3,5-difluorophenylacetyl
methylethyl)-2,3,4,5-tetrahydro-

-L-alaninyl]Jamino-2,4-dioxo-1,5-bis-(1-
H-1,5-benzodiazepine

-2-thienylglycinyl}amino-2,4-dioxo-1,5-
bis-(1-methylethyl)-2,3,4,5-tetrahydrp-1H-1,5-benzodiazepine .
3-[N’-(cyclopropylacetyl)-R-2-thienylglycinylJamino-2,4-dioxo-1,5-bis-(1-
methylethyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-[N’-(cyclopentylacety1)-R-2-thienylglyci yl]amino-2,4-dioxo-1,5-bis-(1-
methylethyl)-2,3,4,5-tetrahydro-1H-1,5-bengodiazepine

3-[N’-(3,5-difluorophenylacetyl)-L-alaninyl]afino-2,4-dioxo-1,5-bis-methyl-
2,3,4,5-tetrahydro-1H-1,5-benzodiazepine .
3-[N’-(3,5-difluorophenyl-a-hydroxyacetyl)-L-alaninylJamino-2,4-dioxo-1,5-
bis-methyl-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

,4-dioxo-1,5-bis-(2-
ine
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[N’-(cyclopentylacetyl)-L-alaninyl]amino-2,4-dioxo-1,5-bis-(2-
methylpropyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine '

3-[N\:(cyclopropylacetyl)-L-alaninyl]-amino-2,4-dioxo-1,5-bis-(2-
5 methylpropyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

3-[N’-(3.}-difluorophenylacetyl)-S-2-phenyiglycinyl]-amino-2,4-dioxo-1, 5-
bis-(2-metRylpropyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

10 3-[N’-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-2,4-dioxo-1,5-bis-

(cyclopropylmgthyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

& 3-[N’-(cyclopentyacetyl)-L-alaninyl]-amino-2,4-dioxo-1,5-bis-

g1 (cyclopropylmethyl)-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

e 15

{t 3-[N’-(cyclopentyl-ahydroxyacetyl)-L-alaninyl]-amino-2,4-dioxo-1, 5-bis-

:i; (cyclopropylmethyl)-2)\3,4,5-tetrahydro-1H-1,5-benzodiazepine

:‘ 3-[N’-(3,5-difluorophen acetyl)—L-aianinyl]—amino-2,4—dioxo~1 ,5-bis-(2,2-

. 20 dimethylpropyl)-2,3,4,5-t ydro-1H-1,5-benzodiazepine

3-[N’-(3,5-difluorophenyl-o acetyl)-L-alaninyl]-amino-2,4-dioxo-
1,5-bis-(2,2-dimethylpropyl}- ,3,4,5-tetrahydro-1H-1,5-benzodiazepine

I,

B o

T
(S

B

25 3-[N’-(cyclopentylacetyl)-Ltalanipyl]lamino-2,4-dioxo-1,5-bis-(2,2-
dimethylpropyl)-2,3,4,5-tetrahydrQ-1H-1,5-benzodiazepine

3-[N’-(cyclopentyl-a-hydroxyacetyl)\L-alaninyl]Jamino-2,4-dioxo-1 »3-bis-
(2,2-dimethylpropyl)-2,3,4,5-tetrahydxo-1H-1, 5-benzodiazepine

30
3-[N’-(3,5-difluorophenylacetyl)-L-alanipyl]-amino-2,4-dioxo-1, 5-bis-
phenyl-2,3,4,5-tetrahydro-1H-1,5-benzodjazepine
3-[N’-(cyclopentylacetyl)-L-alaninyl]Jamino\2,4-dioxo-1,5-bis-phenyl-

35 2,3,4,5-tetrahydro-1H-1,5-benzodiazepine
3-[N’-(cyclopentyl-a-hydroxyacetyl)-L-alaninyl}-amino-2,4-dioxo-1,5-bis-
phenyl-2,3,4,5-tetrahydro-1H-1,5-benzodiazepine

40 3-(N’-(3,5-difluorophenylacetyl)-L-alaninyl)aminp-2,3-dihydro-1-methyl-5-
phenyl-1H-1,4-benzodiazepin-2-one
5-{N’-(cyclopentylacetyl)-L-alaninyl}-amino-7-me 1-5,7-dihydro-6H-

“dibenz[b,d)azepin-6-one

45

5-{N’-(3-cyclopentylpropionyl)-L—alaninyl}-amino-7- thyl-5,7-dihydro-
6H-dibenz[b,d]azepin-6-one
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{N’-(cyclohexylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-
ikenz[b,d]azepin-6-one

azepin-6-one

nophenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-one ’

5-{N’-(hexanoyl)-L-alaninyl}-
dibenz[b,d]azepin-6-one

ino-7-methyl-5,7-dihydro-6H-

5-{N’-(heptanoyl)-L-alaninyl}-a
dibenz[b,d]azepin-6-one

ino-7-methyl-5,7-dihydro-6H-

5-{3,4-difluorophenylacetyl)-L-ala
dibenz[b,d]azepin-6-one

y1}-amino-7-methyl-5,7-dihydro-6H-

5-{N’-(cyclopropylacetyl)-L-alaninyl}-g
dibenz[b,d]azepin-6-one

ino-7-methyl-5,7-dihydro-6H-
5-{N’-(2-cyclopentene-1-acetyl)-L-alaniny1}-amino-7-methyl-5,7-dihydro-
6H-dibenz[b,d]azepin-6-one

5-{N’-(3-cyclohexylpropionyl)-L-alaninyl}-a
dibenz[b,d]azepin-6-one

ino-7-methyl-5,7-dihydro-6H-

5-{N’-(isovaleryl)-L-alaninyl}-amino-7-methyl\5,7-dihydro-6H-

5-{N’-(citronellyl)-L-alaninyl}-amino-7-methyl-5\7-dihydro-6H-
dibenz[b,d]azepin-6-one
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-{N’-(3-benzoylpropionyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-
dibenz([b,d]azepin-6-one -

-(2-chlorophenylacetyl)-L-alaninyl}-amino-7 -rhethyl-5,7-dihydro-6H-
5 dibenzfb,d]azepin-6-one

5-{N’-(4-pentenoyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-
dibenz[b,djazepin-6-one

10 5-{N’-(vale

)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-
£ C oo dibenz[b,d]azepin-6-one
< A
il 5-{N’-(2-thiophengcetyl)-L-alaninyl }-amino-7-methyl-5,7-dihydro-6H-
B dibenz{b,d}azepin-§-one
2] 15
": 5-{N’-(4-(2-thienyl)butyryl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-
i dibenz{b,d)azepin-6-o
::; 5-{N’-(4-(4-nitrophenyl)butyryl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-
5, 20 6H-dibenz[b,d]azepin-6-0

£ 5-{N’-(2,4-difluorophenyla
£ 6H-dibenz[b,d]azepin-6-on

:Fés

-alaninyl}-amino-7-methyl-5,7-dihydro-
25 5-{N’-(2,6-difluorophenylacetyl).L-alaninyl}-amino-7-methyl-5,7-dihydro-
6H-dibenz[b,d]azepin-6-one

5-{N’-(4-isopropylphenylacetyl)-L-
6H-dibenz[b,d]azepin-6-one

aninyl}-amino-7-methyl-5,7-dihydro-

30
5-{N’-(1-adamantaneacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-
dibenz[b,d}azepin-6-one
5-{N’-(cyclohexanepentanoyl)-L-alaninyl}\amino-7-methyl-5,7-dihydro-6H-

35 dibenz[b,d]azepin-6-one '
5-{N’-((methylthio)acetyl)-L-alaninyl }-amino\7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-one

40 5-{N’-(2-thiophenepentanoyl)-L-alaninyl }-amino\7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-one
5-{N’-(2-norbornaneacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-

" dibenz[b,d]azepin-6-one
45

5-{N’-(3,5-difluorophenylacetyl)-4-ethylnorleucinyl}-amino-7-methyl-5,7- °
dihydro-6H-dibenz[b,d]azepin-6-one
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-{N’-(3,5-difluorophenylacetyl)-4-methyinorleucinyl}-amino-7-methy!-5, 7-
thydro-6H-dibenz[b,d]azepin-6-one

5-{N,-(3,5-difluorophenylacetyl)-3-cyclopropylalaninyl}-amino-7-methyl-
5,7-dithydro-6H-dibenz[b,d]azepin-6-one

5-{N’-(3) -difluorophenylacetyl)-4-cyclohexylhomoalaninyl}-amino-7-
methyl-5, X-dihydro-6H-dibenz([b,d]azepin-6-one

5-{N’-(3,5-difluorophenylacetyl)-6-fluoronorleucinyl}-amino-7-methyl-5, 7-
dihydro-6H-dibenz[b, d]azepm-6-one

5-{N’-(3,5-diflu ophenylacetyl)-4-methylnorleucinyl}-amino-7-methyl-S,7-
dihydro-6H-dibenz{b,d]azepin-6-one

5-{N’-(cyclohexylac l)-4-ethylnorleucinyl}-amino-7-mcthyl-5,7-dihydro-
6H-dibenz[b,d]azepin 6-one

5-{N’-(cyclopropylacety -4-ethylnorleucinyl}-amino-7-methyl-5,7-dihydro-
6H-dibenz[b,d)azepin-6-oRe

5-{N’-(isovaleryl)-4-ethylno inyl}-amino-7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-one

5-{N’-(3-(trifluoromethyl)phinylacetyl)-4- -ethylnorleucinyl}-amino-7-methyl-
5,7-dihydro-6H-dibenz[b,d]dzepin-6-one

5-{N’-(3,4-difluorophenylacety)-4-¢ ylnorleucinyl}-amino-7- methyl -5,7-
dihydro- 6H-d1benz[b d]azepin-6-one

5-{N’-(2,4- dxﬂuorophenylacety)—4—ethy orleucinyl}-amino-7-methyl-5,7-
dihydro-6H-dibenz[b,d]azepin-6-one

5-{N’-(3-fluorophenylacetyl)-4-methylnorleucinyl}-amino-7- -methyl-5,7-
dihydro-6H-dibenz[b,d)azepin-6-one

5-{N’-(cyclopentylacetyl)-4-methyinorleucin: 1}-amino-7-methyl-5,7-
dihydro-6H-dibenz[b,d]azepin-6-one

5-{N’-(cyclohexylacetyl)-4-methylnorleucinyl}- ino-7-methyl-5,7-dihydro-
6H-dibenz[b,d]azepin-6-one

5-{N’-(cyclopropylacetyl)-4-methylnorleucinyl}- ino-7-methyl-5,7-

-dihydro-6H-dibenz[b,d]azepin-6-one

5-{N’- -(2-thiopheneacetyl)-4-methylnorleucinyl}-amino-7-methyl-5,7-
dihydro-6H-dibenz[b,d])azepin-6-one
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5-{N’-(isovaleryl)-4-methylnorleucinyl}-amino-7-methyl-5,7-dihydro-6H-

5-{N’-(4-fluorophenylacetyl)-4-methylnorleucinyl}-amino-7-methyl-5,7-
dihydro-6H\dibenz[b,d]azepin-6-one

5-{N’-(3,4-diRuorophenylacetyl)-4-methylnorleucinyl}-amino-7-methyl-5,7-
dihydro-6H-dibenz{b,d]azepin-6-one

5-{N’-(2,4-difluorpphenylacetyl)-4-methyInorleucinyl}-amino-7-methyl-5,7-
dihydro-6H-dibenzfb,d]azepin-6-one

5-{N’-(3-fluorophenylacetyl)-4-cyclohexylhomoalaninyl}-amino-7-methyl-
5,7-dihydro-6H-dibenzlb,d]azepin-6-one

5-{N’-(cyclopentylacetyl) -cyclohexylhomoalaninyl}-amino-7-methyl-5,7-
dihydro-6H-dibenz[b,d]azepinAs-one

5-{N’-(cyclohexylacetyl)-4-
dihydro-6H-dibenz[b,d]azepin

5-{N’-(cyclopropylacetyl)-4-cycl exylhomoalaninyl}-amino-7-methyl-5,7-
dihydro-6H-dibenz[b,d)azepin-6-ohe .

5-{N’-(isovaleryl)-4-cyclohexylhom
6H-dibenz[b,d]azepin-6-one

laninyl}-amino-7-methyl-5,7-dihydro-

5-{N’-(4-fluorophenylacetyl)-4-cyclohe
5,7-dihydro-6H-dibenz[b,d]azepin-6-one

Ihomoalaninyl}-amino-7-methyl-

5-{N’-(3,4-difluorophenylacetyl)-4-cyclohe ylhomoalaninyl}-amino-7-
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-pne

| 5-{N’-(2,4-difluorophenylacetyl)-4-cyclohexyl omoalaninyl}-amino-7-

methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-on

5-{N’-(3-fluorophenylacetyl)-6-fluoronorleucinyl
dihydro-6H-dibenz{b,d]azepin-6-one

-amino-7-methyl-5,7-
5-{N ’-(cyclopentylacetyl)—6-ﬂuoronorleucinyl}-atnin -7-methyl-5,7-dihydro-

5-{N’-(cyclohexylacetyl)-6-fluoronorleucinyl}-amino-7\methyl-5, 7-dihydro-
6H-dibenz[b,d]azepin-6-one
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-{N’-(cyclopropylacetyl)-6-fluoronorleucinyl}-amino-7-methyl-5, 7-dihydro-
-dibenz[b,d}azepin-6-one

5-{N’-(4-flu ophenylacetyl)—6-ﬂuoron6rleuciny1}—amino-7—methyl-5,7-
dihydro-6H-dibenz[b,d)azepin-6-one

5-{N’-(3,4-difludgophenylacetyl)-6-fluoronorleucinyl}-amino-7-methyl-5,7-
dihydro-6H-diben2{b,d]azepin-6-one

5-{N’-(2,4-difluorophkenylacetyl)-6-fluoronorleucinyl}-amino-7-methyl-5,7-
dihydro-6H-dibenz[b,d}jazepin-6-one

5-{N’-(4-methoxyphenyl cetyl)-L-alaninyl}-amino-7-fnethy1-5,7-dihydro-
6H-dibenz[b,d]azepin-6-o0

5-{N’-(3-(4-methoxyphenyl

ionyl)-L-alaninyl}-amino-7-methyl-5,7-
dihydro-6H-dibenz[b,d]azegi ‘

6-0one

5-{N’-(1-naphthylacetyl)-L-ala
dibenz[b,d]azepin-6-one

yl}-amino-7-methyl-5,7-dihydro-6H-
5-{N’-(3,4-methylenedioxyphenyla tyl)-L-alaninyl}-amino-7-methyl-5,7-
dihydro-6H-dibenz[b,d]azepin-6-one

5-{N’-(hydrocinnamyl)-L-alaninyl}-amigo-7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-one

5-{N’-(octanoyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-one

5-{N’-(3-(3-hydroxyphenyl)propionyl)-L-alani yl}-amino-7-methyl-5,7-
dihydro-6H-dibenz[b,d]azepin-6-one

5-{N’-(3-(4-methylphenyl)propionyl)-L-alaninyl}\amino-7-methyl-5,7-
dihydro-6H-dibenz[b,d]azepin-6-one

5-{N’-(3-(4-chlorophenyl)propionyl)-L-alaninyl}-amipo-7-methyl-5, 7-

5-{N’-(3-phenylbutyryl)-L-alaninyl }-amino-7-methyi-5,
dibenz[b,d]azepin-6-one

-dihydro-6H-
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’-(3-(4-hydroxyphenyl)propionyl)-L-alaninyl }-amino-7-methyl-5,7-
ro-6H-dibenz[b,d]azepin-6-one

5-{N’-(4-(4.methoxyphenyl)butyryl)-L-alaninyl}-amino-7-methyl-5,7-
dihydro-6H-dibenz[b,d]azepin-6-one

5-{N’-(3-methylpentanoyl)-1_-al
dibenz[b,d]azepin-6-one

inyl}-amino-7-methyl-5,7-dihydro-6H-

5-{N’-(7-carbomethoxyhepta -L-alaninyl}-amino-7-methyl-5,7-dihydro-
6H-dibenz([b,d]azepin-6-one
5-{N’-(2-indanylacetyl)-L-aldninyl}*amino-7-methyl-5,7-dihydro-6H-
dibenz[b,d}azepin-6-one \

5-{N’-(5-carbomethoxypentanoyl)-L-al ninyl}-amino-7-methyl-5,7-dihydro-
6H-dibenz[b,d]azepin-6-one

5-{N’-(2-methy!-3-Benzofuranacetyl)-L-al ninyl}-amino-7-methyl-5,7-
dihydro-6H-dibenz[b,d]azepin-6-one

5-{N’-(propionyl)-L-alaninyl}-amino-7-methy:
dibenz[b,d]azepin-6-one

-5,7-dihydro-6H-

5-{N’-(3-methoxypropionyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-one

5-{N’-(3-(4-fluorophenyl)propionyl)-L-alaninyl}-amjno-7-methyl-5,7-
dihydro-6H-dibenz[b,d]azepin-6-one

5-{N’-(3-(4-fluorophenoxy)propionyl)-L-alaninyl}-ami o-7-methyl-5,7-

- dihydro-6H-dibenz[b,d]azepin-6-one

5-{N’-(3-pentenoyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-one \
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-{N’-(4-(2.4-dichlorophenoxy)butyryl)-L-alaninyl }-amino-7-methyl-5,7-
{hydro-6H-dibenz[b,d]azepin-6-one

’-(2,3-dichlorophenoxyacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-
6H-dibenz[b,d]azepin-6-one

5-{N’-(3x(4-chlorobenzoyl)propionyl)-L-alaninyl}-amino-7-methyl-5,7-
dihydro-6H-dibenz([b,d]azepin-6-one

5-{N’-(4’-f
dibenz[b,d]az

rosuccinanilyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-
in-6-one

5-{N’-(n-(diphenylmethyl)glutaramyl)-L-alaninyl}-amino-7-methyl-5,7-
dihydro-6H-dibeng[b,d]azepin-6-one

5-‘{N’-(2-ﬂuorophen lacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-
5-{N’-(cyanoacetyl)-L-a yl}-amino-7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-one

5-{N’-(succinanilyl)-L-
dibenz{b,d]azepin-6-on

1}-amino-7-methyl-5,7-dihydro-6H-
5-{N’-(2,4-dichlorophenoxyacey)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-
6H-dibenz[b,d]azepin-6-one

5-{N’-(2-nitrophenylacetyl)-L-alanijyl }-amino-7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-one

5-{N’-(beta-propylhydrocinnamyl)-L-a
6H-dibenz[b,d]azepin-6-one

inyl}-amino-7-methyl-5,7-dihydro-
5-{N’-(3-(2,4-dimethylbenzoyl)propionyl) L-alamnyl}-axmno 7-methyl-5,7-
dihydro-6H-dibenz([b,d]azepin-6-one

5-{N’-(2-fluoro-3-(trifluoromethyl)phenylacetyl)-L-alaninyl}-amino-7-
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one

5-{N’-(2,4,6-trifluorophenylacetyl)-L-alaninyl}-
dihydro-6H-dibenz[b,d]azepin-6-one

ino-7-methyl-5,7-

5-{N’-(4-fluoro-2-(trifluoromethyl)phenylacetyl)-L-
" methyl-5,7-dihydro-6H-dibenz([b,d}azepin-6-one

laninyl}-amino-7-

5-{N’—(2-ﬂuoroA-(triﬂuoromethyl)phenylacetyl)-L-ala inyl}-amino-7-
methyl-5,7-dthydro-6H-dibenz[b,d]azepin-6-one
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55\{N’-(4-hydroxyphenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-one

5-{N’\(4-methoxyphenoxyacetyl)-L-alaninyl }-amino-7-methyl-5 7-d1hydro—
ib&nz[b,d]azepin-6-one

5-{N’-(2-methoxyphenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-
6H-dibenz[k,d]azepin-6-one

5-{N’-(2-bromophenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-
dibenz[b,d)azegin-6-one

5-{N’-(4-benzyloxyphenoxyacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-
6H-dibenz[b,d]azepin-6-one

5-{N’-(4-hydroxyphenoxyacetyl)-L-alaninyl}-amino-7-methyl-5,7- dlhydro-
6H-dibenz[b,d]azepin-§-one

5-{N’-(levulinyl)-L-alani
dibenz[b,d]azepin-6-one

Ryl}-amino-7-methyl-5,7-dihydro-6H-
5-{N’-(2-hydroxyphenylac gey

dibenz[b,d]azepin-6-one

5-{N’-(3-(4-methoxybenzoyl)propiok
dihydro-6H-dibenz[b,d]azepin-6-one

yl)-L-alaninyl}-amino-7-methyl-5,7-

5-{N’-(3-(4-phenylbenzoyl)propiony!)-k -alaninyl}-é.mino-7-methyl—5,7-
dihydro-6H-dibenz[b,d]azepin-6-one

5-{N’-(3-hydroxyphenylacetyl)-L-alaninyl \amino-7-methyl-5,7-dihydro-6H-
dibenz[b,d}azepin-6-one
5-{N’-(N-acetyl-N-phenylglycinyl)—L—alahinyl X-amino-7-methyl-5,7-dihydro-
6H-dibenz{b,d]azepin-6-one

5-{N’-(thiophene-3-acetyl)-L-alaninyl}-amino-7-
dibenz[b,d]azepin-6-one

\ethyl-5,7-dihydro-6H-

5-{N’-(6-phenylhexanoyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-

5-{N’-(cyclohexanebutyryl)-L-alaninyl}-amino-7-methy\5,7-dihydro-6H-
dibenz[b,d]azepin-6-one
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5-§{N’-(2,3,5-trifluorophenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-
dihydro-6H-dibenz[b,d]azepin-6-one

5-{N’-(vinylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-
dibenz[b,d]szepin-6-one

5-{N’-(3-methylthiopropionyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-one

5-{N’-(3-nitropheRylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-one

5-{N’-(n-tert-butylsucginamyl)-L-alaniny1}- amino-7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-on

5-{N’-(4-bromophenylacetyl)74 -alaniny1}-amino-7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-one

5-{N’-(3-(4-fluorobenzoyl)prdpionyl)- -L-alaninyl }-amino-7-methyl-5,7-
dihydro-6H-dibenz[b,d}azepin-§-one

5-{N’-(o-chlorophenoxyacetyl)-LAalaninyl}-amino-7-methyl-5 ,7-dihydro-6H-
dibenz[b,d]azepin-6-one

5-{N’-(p-tolylaceyl)-L-alaninyl}-amio-7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-one

5-{N’-(m-tolylacetyl)-L-alaninyl}-amino\7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-one

5-{N’-(3,4-dichlorophenylacetyl)-L-alaninyl}-amino-7-methyl-5, 7-dihydro-
6H-dibenz[b,d]azepin-6-one

5-{N’-(4-chlorophenoxyacetyl)- L-alamnyl} -amipo-7-methyl-5,7-dihydro-6H-
dibenz[b,d)azepin-6-one

5-{N’-(3-methylphenoxyacetyl)-L-alaninyl}-amino\7-methyl-S,7-dihydro-

. 6H-dibenz[b,d]azepin-6-one

5-{N’-(4-isopropylphenoxyacetyl)-L-alaninyl}-amino\7-methyl-5,7-dihydro-

"6H-dibenz[b,d]azepin-6-one

5-{N’-(4-phenoxyphenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-one
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\ -{N’-(phenylmercaptoacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-
ibenz[b,d]azepin-6-one

5-{N’-(3,3-dipheny{propionyl)-L-alaniny1}- ammo—7-methyl 5,7-dihydro-6H-
dibenz[b,d]azepin-6:pne

5-{N’-(3-phenoxypropignyl)-L-alaninyl}-amino-7-methyl-5, 7-dihydro-6H-
dibenz[b,d)azepin-6-one

lacetyl)-L-alaninyl}-amino-7-methyl-5,7-
e

5-{N’~(4-(trifluoromethyl)pf
dihydro-6H-dibenz[b,d]aze
5-{N’-((4-methylphenoxy)ace )-L—alaninyl}-amino-?-methyl-S,7—dihydr0-‘
6H-dibenz[b,d]azepin-6-one

5-{N’-(2-phenoxyphenylacetyl)-L- laninyl}-amino-7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-one .
5-{N’-(3-phenoxyphenylacetyl)-L-al
dibenz[b,d]azepin-6-one

inyl}-amino-7-methyl-5,7-dihydro-6H-
5-{N’-(3,4-dichlorophenoxyacetyl)-L-alakinyl}-amino-7-methyl-5 ,7-dihydro-
6H-dibenz[b,d]azepin-6-one

5-{N’-(4-fluorophenoxyacetyl)-L-alaninyl}-
dibenz[b,d]azepin-6-one

ino-7-methyl-5,7-dihydro-6H-

5-{N’-(3,4,5-trimethoxyphenylacetyl)-L-alaniny
dihydro-6H-dibenz[b,d]azepin-6-one

-amino-7-methy}-5,7-

5-{N’-(2,4-dichlorophenylacetyl)-L-alaninyl}-amin
6H-dibenz[b,d)azepin-6-one

-7-methyl-5,7-dihydro-

5-{N’-(4-thianaphthenacetyl)-L-alaninyl}-amino-7-me yl-5,7-dihydro-6H-

5-{N’-(methoxyacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-one
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5-{N’-(ethoxyacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-
dibanz[b.d]azepin-6-one

5-{N’? phenoxyacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-one

5-{N’-(3- ethoxyphenoxyacetyl)-L-alaninyl}-amino-7-methyl-5 , 7-dihydro-
6H-dibenz[b,d]azepin-6-one

5-{N’-(4-buto phenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-

dibenz[b,d]azepin-6-one

5-{N’-(3-(2-metho yphenyl)propionyl)-L-alaninyl}—amino-7-methyl-5 ,7-
dihydro-6H-dibenz[Y,d]azepin-6-one

5-{N’~(N,N-dimethylsuccinamyl)-L-alaninyl}-amino-7 -methyl-5,7-dihydro-
6H-dibenz[b,d]azepin-

5-{N’-(2,5-difluorophenylacetyl) L-alaninyl}-amino-7-methyl-5,7-dihydro-
6H-dibenz[b,d]azepin-6-one

5-{N’-(pentafluorophenoxyacetyl)-L alaninyl}-amino-7-methyl-5,7-dihydro-
6H-dibenz[b,d)azepin-6-one 4 :

5-{N’-(3,5-bis(trifluoromethyl)phenyla tyl)-L-alaninyl }-amino-7-methyi-
5,7-dihydro-6H-dibenz[b,d]azepin-6-one

5-{N ’-(3,S-dirnethylphenoxyacetyl)-L-ala \nyl}-amino-7-methyl-5,7-
dihydro-6H-dibenz[b,d]azepin-6-one

5-{N’-(4-chlorophenylacetyl)-L-alaninyl}-am o-7-methyl-5,7-dihydro-6H-
dibenz([b,d]azepin-6-one

5-{N’-(3-chlorophenoxyacetyl)-L-alaninyl }-ami o-7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-one

5-{N’-(benzo[b]thiophene-3-acetyl)-L-alaninyl}- ino-7-methyl-5,7-

“dihydro-6H-dibenz[b,d]azepin-6-one

5-{N’-(3,5-dimethoxyphenylacetyl)-L-alaninyl}-ami o-7-methyl-5,7-
dihydro-6H-dibenz[b,d]azepin-6-one
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5- N’-(2,5-dimethylphenylacetyl)-L-alaninyl}-amino-?-methyl-S,7-dihydro-
- 6H-dibenz[b,d]azepin-6-one

5-{N’- mesitylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-
dibenz[b\d]azepin-6-one

5-{N’-(4-b1 henylacetyl)-L-alaninyl}-amino-7-methyl-5, 7-dihydro-6H-
dibenz[b,d]akepin-6-one

5-{N’-(N-(tert- utoxycarbonyl)-3-aminopropionyl)-L-alaninyl}-amino-7-
methyl-5,7-dihy 0-6H-dibenz[b,d}azepin-6-one

5-{N’-(4-acetamidobu ryl)-L-alaninyl}-amino-7-methyl-$ ,7-dihydro-6H-
dibenz[b,d}azepin-6-one

5-{N’-(3-(2-chlorophenyl) ropionyl)-L-alaninyl}-amino-7-methyl-5,7-
dihydro-6H-dibenz[b,d)azepin-6-one

5-{N’-(butyryl)-L-alaniny1}-arhi -7-methyl-5,7-dihydro-6H-

5-{N’-(trans-3-hexenoyl)-L-alaini yl}-amino-7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-one

5-{N’-(5-phenylvaleryl)-L-alaninyl} amin6-7-methyl-5,7—dihydro-6H-
dibenz[b,d]azepin-6-one .

5-{N’-(3-(3-methoxyphenyl)propionyl) L-alaninyl}-amino-7-methyl!-5,7-
dihydro-6H-dibenz[b,d]azepin-6-one

5-{N’-(4-chloro-beta-methylhydrocinnam 1)-L-alaninyl}-amino-7-methyl-
5,7-dihydro-6H-dibenz[b,d]azepin-6-one

5-{N’-(3-(trifluoromethyl)butyryl)-L-alanin }-amino-7-methyl-5,7-dihydro-
6H-dibenz[b,d]azepin-6-one

5-{N’-(alpha-naphthoxyacetyl)-L-alaniny1}-ami o-7-methyl-5,7-dihydro-6H-
dibenz[b,d}azepin-6-one

5-{N’-(3-(4-phenoxybenzoyl)propionyl)-L-alanin }-amino-7-methyl-5,7-

"dihydro-6H-dibenz([b,d]azepin-6-one

5-{N’-(3-(2-trifluoromethylbenzoy!)propionyl)-L-ala inyl}-amino-7-methyl-
5 ,7-dihydro-6H-dibenz[b,d]azepin—6-one
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5§ N’-(3-benzoylamino-3-phenyl—propionyl)-L-alaninyl}-amino—?-methyl-
5,%-dihydro-6H-dibenz[b,d]azepin-6-one’

5-{N (4—(hydroxyimino)pentanoyl)-L-alaninyl}-amino-?-methyl-S,7-
dihydroc6H-dibenz[b,d]azepin-6-one

5-{N’-(4’- ethylglutaranilyl)-L-aIaninyl}—amino-?-methyl-S,7-dihydro-6H-
dibenz[b,d]agepin-6-one

[y

5-{N’-((4-(4-¢ -phenoxy)-phenoxy)~acetyl)-L—alaninyl}-amino-7-methyl-
5,7-dihydro-6H-djbenz[b,d]azepin-6-one

‘5-{N’-(3-Benzoyl-3 henylpropionyl)-L-alaninyl}-amino-7-methyl-5,7-
dihydro-6H-dibenz[b)d]azepin-6-one

5-{N’-(4-(hydroxymeth )phenoxyacetyl)—L-alahinyl}-amino—7-methyl-5 ,7-
dihydro-6H-dibenz[b,d] i

5-{N’-(4,4,4-trifluorobutyry
dibenz[b,d)azepin-6-one

-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-

<propionyl)-L-alaninyl}-amino-7-methyl-

5-{N’-(3-isobutyrylamino-3-ph
in\G-one

5,7-dihydro-6H-dibenz[b,d]az

5-{N’-((2-methylphenoxy)acetyl)-L- aninyl}-amino-7-methyl-5,7-dihydro-

6H-dibenz[b,d)azepin-6-one

5-{N’-(3-(phenylsulfonyl)propionyl)-L-a aninyl}-amino-7-methyl-5,7-
dihydro-6H-dibenz[b,d]azepin-6-one

5-{N ’-(4-nitrophenylacetyl)-L—alaninyl}-am o-7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-one

5-{N’-(3 -ethoxypropionyl)-L-alaninyl}-amino-Y{-methyl-5 ,7-dihydro-6H-
dibenz[b,d]azepin-6-one

5-{N ’-(2,3—diﬂuoromandelyl)-L—alaninyl}-amino- -methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-one

5-{N ’—(2,6-diﬂuoromandelyl)-L-alaninyl}-amino-7- ethyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-one :

5-{N’ -(4-fluoromandelyl)-L-alaninyl}-amino-7-methyl\5, 7-dihydro-6H-

5-{N ’-(2,5-difluoromandelyl)-L-alaninyl}-amino-7-me yl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-one \
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-{N ’-(dl-beta-phenyllactyl)-L-alaninyl}-amino-'/-methyl-S , 7-dihydro-6H-
\benz([b,d]azepin-6-one

-(dl-mandelyl}-amino-7-methyl-5,7-dihydro-6H-dibenz([b,d}azepin-6-
5-{N’-(p‘chloromandelyl)-L-alaninyl}-amino-7-methyl-5 , 7-dihydro-6H-
dibenz[b,dNazepin-6-one

5-{N’-(1-alpha-hydroxyisocaproyl)- -L-alaninyl}-amino-7-methyl-5,7-dihydro-
6H-dibenz[b,d}azepin-6-one

5-{N’-(4-bromomgndelyl)- L-alaninyl}-amino-7-methyl-5, 7-dihydro-6H-
dibenz[b,d]azepin-6-one

5-{N’-(1-(+)-lacty])-D alaninyl}-amino-7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-omn

5-{N’-(d-3-phenylacetyl)-IN-alaninyl}-amino-7-methyl-5,7- -dihydro-6H-
dibenz[b,d]azepin-6-one

5-{N’-(5-methylhexanoyl)-L-a
dibenz[b,d)azepin-6-one

-amino-7-methyl-5,7-dihydro-6H-

5-{N’-(3,5-difluorophenylac
dihydro-6H-dibenz[b,d}azepin-6-on

methioninyl}-amino-7-methyl-5,7-
5-{N’-(3,5-difluorophenylacetyl)-L-2- henylglycinyl}-amino-7-methyl-5,7-
dihydro-6H-dibenz[b,d]azepin-6-one

5-{N’-(3,5-difluorophenylacetyl)-L-leucin 1}-amino-7-methyl-5,7- dlhydro—
6H-dibenz[b,d)azepin-6-one

5-{N’-(3,5-difluorophenylacetyl)-L-2-cyclohe ylglycinyl}-amino-7-methyl-
5,7-dihydro-6H- dlbenz[b d]azepin-6-one

5-{N’-(3,5-difluorophenylacetyl)-L-threoninyl}-akino- 7-methyl-5,7-dihydro-
6H-dibenz[b,d)azepin-6-one

5-{N’-(3,5-difluorophenylacetyl)-L-alpha-(2-thienyl) lycinyl}-amino-7-
methyl-5,7-dihydro-6H-dibenz[b,d)azepin-6-one

5-{N’-(2-thiopheneacetyl)-L-methioninyl}-amino-7-methyl-5, 7-dihydro-6H-
-dibenz[b,d]azepin-6-one

5-{N’-(2-thiopheneacetyl)-L- 2-phenylglycmy1} -amino-7-methyl-5,7-dihydro-
6H-dibenz[b,d]azepin-6-one
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"-(2-thiopheneacetyl)-L-leucinyl}- ammo-?—rnethyl 5,7-dihydro-6H-
dibeyz[b,d)azepin-6-one

2-thiopheneacetyl)-L-2-cyclohexylglycinyl}-amino-7- -methyl-$,7-
dlhydro H-dibenz(b,d]azepin-6-one

5-{N’-(2-thjopheneacetyl)-L-threoninyl}-amino-7- -methyl-5,7-dihydro-6H-
dibenz[b,d]agepin-6-one ‘

5-{N’-(2-thiophgneacetyl)-L-alpha-(2- -thienyl)glycinyl}-amino-7-methyl-5,7-
dihydro-6H-dibegz[b,d)azepin-6-one

5-{N’-(isovaleryl)-{_-methioninyl}-amino-7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6\one

5-{N’-(isovaleryl)-L-2 henylglycinyl}-amino-7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-on

5-{N’-(isovaleryl)-L-leuci
dibenz[b,d)azepin-6-one

1}-amino-7-methyl-5,7-dihydro-6H-

5-{N’-(isovaleryl)-L-2-cyclo
dibenz[b,d]azepin-6-one

ycinyl}-amino-7-methyl-5,7-dihydro-6H-

5-{N’-(isovaleryl)-L-threoninyl}-
dibenz[b,d]azepin-6-one

ino-7-methyl-5,7-dihydro-6H-
5-{N’-(isovaleryl)-L-alpha-(2-thienyl)glycinyl}-amino- 7-methyl-5,7-dihydro-
6H-dibenz[b,d)azepin-6-one

5-{N’-(phenylacetyl)-L-methioninyl}-
dibenz[b,d]azepin-6-one

mno-7-methyl-5,7-dihydro-6H-

5-{N’-(phenylacetyl)-L-2-phenylglycinyl

-amino-7-methyl-5,7-dihydro-6H-
dibenz[b,d]azepin-6-one :

5-{N’-(phenylacetyl)-L-leucinyl}-amino-7-methyl-5,7-dihydro-6H-

5-{N’-(phenylacetyl)-L-2-cyclohexylglycinyl}\amino-7- -methyl-5,7-dihydro-
6H-dibenz([b,d]azepin-6-one

5-{N’-(phenylacetyl)-L-threoninyl}-amino-7-me yl-5,7-dihydro-6H-

5-{N’-(phenylacetyl)-L-alpha-(2-thienyl)glycinyl}

mino-7-methyl-5,7-
dihydro-6H-dibenz[b,d]azepin-6-one; \
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and ph eutically acceptable salts thereof.
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